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Me 


0-feFh-3,4-a 2 


14 


Me 


CHFh-4-OH 


37 


a 


OfePh 


15 


Me 


CHPh-3-CH 


38 




a-fePh 


16 


Me 


afePh-4-^Me2 


39 




O-fePh 


17 


Me 


0-fePh-3-NMe2 j 


40 


OHbCHfeOH 


a-fcFh 


18 


Me 


a-fePh-4-lsH 


41 


Me 


4-picolyl 


19 


Me 


CTfePh-3-Nhfe 


42 


Me 


3-picdyl 


20 


Ms 


a-feRr-l-NOa 


43 


Me 


2-picdyl 


21 


Me 


a^Ph-3-tC>2 


44 


Me 


at-l-tiaphthyl 


22 


Me 


OiPh-4-a 


45 


Me 


CH-2-naphthyl 


23 


Me 


a^Ph-3-a 


46 


atcHOH 
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^-v*: 27/ 



1*61 



o 




No 


position Q 2 R 6 


No. 


position Q 2 R 6 


1 


4 


CH 2 cyciopentyi 


32 


4 


(CHo), 4-pyridyl 


9 


4 


UH2 cycionexyi 


33 


4 


(CH^a 2-naphthyl 


3 


4 


0112 cycionexen i yi 


34 


4 


(CH 2 )4 cyclohexyl 


4 


A 

4 


^CM 2 ^2 cyciopentyi 


35 


4 


(CHo)a Ph 


5 


4 


^L>ri 2 V2 cycionexyi 


36 


4 


(CH 2 ) 4 Ph-4-OMe 


6 


4 


/ /T I \ L T j 1 in irnn 1 TJ*1 

VLrri 2 /2 cycionexen 1— yi 


37 


4 


(CH 2 ) 4 Ph-4-NMe 2 


7 


4 




38 


4 


(CH 2 ) 4 Ph-4-NH 2 


8 


4 


VCH 2 /2 rn-4-UMe 


39 


4 


(CH,L Ph-4-N0o 

\wi * 2 '4 


o 


A 

4 


/r^u \ Dt-.— A— OH 
CCH 2< /2 * n 


40 


4 


(CHo)vi 4-pyridyl 


10 


4 


(CH2J2 Pn— 4-NMe 2 


41 


4. 


(CHo)>i 2-naDhthyl 


1 1 
X L 


4 


(CH 2 /2 "n— 4—NH2 


42 




CH« cvclohexvl 


12 


4 


VVH 2 /2 "D. * IN ^2 


43 


3 


CH 2 Ph 


13 


A 

4 




44 


3 


CH 2 Ph-4-OMe 


14 


4 


VV/H 2 / 2 * " ^ " 


45 


3 


CH 2 Ph-4-NMe 2 


15 


4 


(CH 2 ;2 ™-4-Cr 3 


46 


3 


CH9 Ph-4-NHo 


IB 


4 
*± 


(CHo)o Ph-4-Me 


47 


3 


(CH 2 ) 2 cyclohexyl 


17 


4 


(CH 2 ) 2 Ph-4-CO z H 


48 


3 


(CH 2 ) 2 cyclohexen-l-yl 


18 


4 


(CH 2 ) 2 4-pyridyl 


49 


3 


(CH 2 ) 2 Ph 


19 


4 


(CH 2 ) 2 3-pyridyl 


50 


3 


(CH 2 ) 2 Ph-4-OMe 


20 


4 


(CH 2 ) 2 2-pyridyl 


51 


3 


(CH^ Ph-4-NMe 2 


21 


4 


(CH 2 ) 2 1-naphthyl 


52 


3 


(CH 2 ) 2 Ph-4-NH 2 


22 


4 


(CH 2 ) 2 2-naphthyl 


53 


3 


(CH 2 ) 3 cyclohexyl 


23 


4 


(CH 2 ) 3 cyclohexyl 


54 


3 


(CH 2 ) 3 Ph 


24 


4 


(CH 2 ) 3 Ph 


55 


3 


(CH 2 ) 3 Ph-4-OMe 


25 


4 


(CH 2 ) 3 Ph-4-OMe 


56 


3 


(CH 2 ) 3 Ph-4-NMe 2 


26 


4 


(CH 2 ) 3 Ph-4-OH 


57 


3 


(CH 2 ) 3 Ph-4-NH 2 


27 


4 


(CH 2 ) 3 Ph-4-NMe 2 


58 


3 


(CH 2 ) 4 cyclohexyl 


28 


4 


(CH 2 ) 3 Ph-4-NH 2 


59 


3 


(CH 2 ) 4 Ph 


29 


4 


(CH 2 ) 3 Ph-4-N0 2 


60 


3 


(CH 2 ) 4 Ph-4-OMe 


30 


4 


(CH 2 ) 3 Ph-4-Cl 


61 


3 


(CHj) 4 Ph-4-NMe 2 


31 


4 


(CH Z ) 3 Ph-4-CO z H 


62 


3 


(CH,)< Ph-4-NH 2 
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No. 




Na 




1 


Me 


26 




2 


a 


27 


Oy=h-3-F 


3 


H- 


28 


CH>Ri-4-CF3 


4 


Bu 


29 


CH 2 Ffr-3-CF, 


5 


pentyl 


30 


a^h-4-Ms 


6 


hexyl 


31 




7 


Ph 


32 


CH 2 Rr4-CQiH 


8 


CHjCOsH 


33 




9 


OfcCHaCOsH 


34 


CH2Ph-3,4-(OMB)2 


10 




35 




11 


O-fed-tNEtj 


36 


CH2Ph-3,4,5-<CMe)3 


12 


O-fc-cyclohexyl 


37 


CH 2 Fh-3,4~F 2 


13 


CHPh 


38 


CH 2 Ph-3,4-a 2 


14 




39 


4-picolyl 


15 


CHFh-3-avfe 


40 


3-picolyl 


16 


CHFh-l-ai 


41 


2-picolyl 


17 


CH>Ftr-3-OH 


42 


a^-l-naphthyl 


18 


a-tPh-4-NMeg 


43 


aH^-2-napnthyl 


19 


OfePh-3-M^z 


44 


CH 2 CH 2 -cydohexyl 


20 


OfcFh-4-W-fe 


45 


C^C^-cydohexerr-l-yl 


21 


CHaPh-3-Nhb 


46 


ChfeCHFh 


22 


OfePh-4-N0fe 


47 




23 


a^Fh-3-N0fe 


48 


0-tCH 2 Rr-4-OH 


24 


OfeFh-4-a 


49 




25 


OiaFh-3-a 


50 
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Na 


R 4 


No. 




1 


Kfe 


26 


CB,Rr4-F 


2 


Et 


27 


CH,Fh-3-F 


3 


R- 


28 


OfeHr4-a*, 


4 


Bu 


29 


CHbFh-3-CF^ 


5 


pentyi 


30 


O-feFlr^-Ms 


6 


hexyl 


31 


a-fcRr-3-Ms 


7 


Fh 


32 


O-yh-4-COfeH 


8 


OfeOOfeH 


33 


C>fcFh-3-COfeH 


9 


CHsCHCC^H 


34 


CH2Hr-3,4-<avfe)2 


10 




35 


CH 2 Fh-3,5-<av!e) 2 


11 




36 


CHzFh-3,4,5-(avfe)3 


12 




37 


CH,Ph-3,4H^ 


13 




38 


CH2Fh-3,4-a 2 


14 


O-feFM-Ovfe 


39 


4-picolyi 


15 


CHRr-3-CMe 


40 


3-picolyl 


16 




41 


2-picdyi 


17 


atFb-3-OH 


42 


OHo-l-najjhthyl 


18 


CHPtr4-NMe2 


43 


a^-2-napntnyl 


19 


OfeFh-3-NMe2 


44 


QijCF^-cyclohexjd 


20 


Oy=h-4-NFfe 


45 


CH 2 C3-t-cyddiexen-l-yl 


21 


CH.Fh-3-M-fe 


46 


CH 2 OHbFh 


22 




47 




23 


O-feFh-3-NOfe 


48 




24 


CFfeRHKl 


49 




25 


OfeFh-3-Q 


50 


CHC^C^CH 2 Fh 
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^-v: 30/ 



No. 


position 


A 


NrCK 


1 


4 






2 


4 




NJpr 


3 


>• 
4 


/H4V 




4 


4 




jNJUviBypenLyi 


5 


4 


vu-12/2 




6 


4 




1 \\ivicy mji icrfvyi 


7 


4 






8 


4 






9 


4 




I v^lvK/v^i r^i ii w> wive 


10 


4 




N!\/t^rHr,Ph-4-OH 


11 


>< 
4 






in 
1/J 


A 

4 


(n-i,Y 




1Q 

lo 


4 






14 


A 

4 






lb 


4 




NJfN/feYCHjXFh 


lb 


4 




NfN^)(CH>)oFh-4-QVfe 


i n 

17 


4 






1 o 

18 


4 




1 \\l\R5/\\-A, 12/2. * 


in 

19 


A 

4 


/pH Y 




zu 


4 






zl 


4 




NPh> 


22 


4 




Ntf\zfeYri-kVNN/fe« 


23 


4 






Z4 


A 

4 






25 


4 


/rj-rv 




ZD 


4 


CfT-LV 


NfN^YCHo^Ph 


Q*7 
ZY 


A 

4 




NfN^YCH,)r,Ph-^<!SVfe 


ZO 


o 
u 






on 


Q 

0 




INTX2 


on 


Q 

o 






Ol 


O 


(CHA, 




32 


3 




N(Me)d-tFh 


33 


3 


(CH2> 2 


N(Me)OfeFhr4-OMe 


34 


3 




N(MeXO^-xydohexeni4 


35 


3 




NCNieXCf^Ri 


36 


3 






37 


3 






38 


3 


(CH^ 


^^^4BXc^i ^ ) 2 Fh 
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[0 0 2 11 
[*1 o] 




No. 


A 


NF^R 3 


No. 


A 


Nrttf 


1 


CH 2 


-o 


14 


o\ 




2 


CH 2 


-o 


15 






3 


O-fe 


o 


16 




.00 


4 




— n~~\h 


17 




o 


5 


ch 




18 


(o-Q 2 




6 


CH 2 




19 


(CHj) 2 




7 






20 


(CH>2 




8 


CHa 




21 




.00 


9 


CH, 


-OO 


22 




-o 


10 


o-b 


-o 


23 




-o 


11 






24 


(C^>3 




12 


CH 




25 


(a-Q 3 




13 






26 


(cH)s 


jflb 
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32/ 



1*1 1] 




No 


A 


MR^R 4 


No. 


A NR 3 !* 1 


i 


CH2 








2 


CH2 






CHj — N X-Ph 


3 


/nrj 

CH 2 


-N_0 


Ifi 


ca on 

Wk. -O 


4 


CH2 


-O 


17 


5 


CH2 




18 




6 


CH 2 




19 


/ — v Ph 


7 


CHo 




20 




8 


CH 2 




21 


^ .CO 


9 


CH2 


-0-0 


22 




10 


CH2 


-0* 


23 




11 


CHz 


■00 


24 




12 


CH2 




25 


(CH>>3 -N^-Ph 


13 


CHz 




26 


<^ .00 
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33/ 



No. R? 



A-NRpR 4 




1 


4-OMe 


3-(a-feNMe2) 


2 


4-OMe 


3-(O^NR-2) 


3 


4-OMe 


3-<O^N(Me)R-) 


4 


4-OMe 


3-(GH 2 N(Me)CH 2 -cydohexyD 


5 


4-OMe 


3-(CH2N(MeXHFh) 


6 


4-OMe 


3-(0-feN(MeXCH2)2Fh) 


7 


4-OH 


3-<CH2NMe2) 


8 


4-OH 


3-(Oi>Nft2) 


9 


4-OH 


3-(OHbN(Me)ft-) 


10 


4-OH 


3-(C3-fcN(Me)CH2-cyclohexyO 


11 


4-OH 


3-(CH2N(MeXH2Fh) 


12 


4-OH 


3-(a-fcN(MeXOQ 2 Fh) 


13 


4-F 


HO-feNMe^ 


14 


4-F 


3-CO-feNR-2) 


15 


4-F 


S^CHzNCMe)^) 


16 


4-F 


S-CCHzNOvfeXH-tyclohexyO 


17 


4-F 


3-(CH2N(Me)CH2Ph) 


18 


4-F 


3-<CH2N(MeXCH2) 2 FW 


19 


3-NQ. 


4-((CH 2 ) 2 NtVfe 2 ) 


20 


3-NQ, 


4-((CH 2 ) 2 NR- 2 ) 


21 


3-NOz 


4-((CH2) 2 N{Me)R-) 


22 


3-NQ, 


4-<(CH 2 ) 2 N(Me)CH 2 -cyclohexyO 


23 


3-NOfe 


4-((CH) 2 N(MeXH 2 F^ 


24 


3-N02 


4-<(CH 2 ) 2 N(MeXCH 2 ) 2 Ri) 


25 


3-NH2 


4-<(CH 2 ) 2 NMs 2 ) 


26 


3-NH. 


4-<(CH 2 ) 2 NR- 2 ) 


27 


3-NH2 


4-((CH)2N(Me)FW 


28 


3-NH2 


4-((CH2) 2 N(Me)a^-cydohexyO 


29 


3-NH2 


4-C(CH2) 2 N(Me)CH2Ph) 


30 


3-NH2 


4-((CH 2 ) 2 N(MeXCH 2 ) 2 H 1 ) 
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1-12. 14. 16. 18. 37-39. 42. 44. i5|2f«ffl~3^ ^E6fBiR<7>#l 
^#^•2. 6-9. 24. ^7S5m^^!l^#^2. 3. 8. 9. 11-18. 20. 22. 24. 32 
. 34. 36. 39. 40. 48. m 9 |Bm^J^##l~17. 20-22. 24. 25. 27-29. 
^1 0|Sm<7)f!l^#-^l~4. 6. 7. 9. 10. 14-16. 19-21. 24. iUlfBm^M 
tj^HH. 2. ^1 2fBmo#!|^#-^2. 8. 19. 25<Dit-£m*mfZ>^ttfX^Z> 

o 

[0 0 2 5] 

(Dtfmfbii, mVtTfrZ-JVm tit, *>^n^e^ v^u^v^;K v 
^n^^v;v^if<7)^^:3~70^c7)^if f>tt. ITWT^n^ v^j 

^h^>. :/n^*S/& if©Ml£L< finite Lfc^f$a~50fc<^ 

* ?vm i tz ltuuv>77^ ;v*t?eife s *ur £ 7 ^ y St? 
am$ tL7t»T;V^r^*. ®tfeS£^ tr & 5 Jig t < at 6 I©f^7 ^ 
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757 *-e«g| $ fitz®MT)V n * ->3k LT % 5 M3g L < i± 6 

w.®&*^ tr av* 5 jug l < « 6 i^iit^s^ t*^tf tt, r«r 

& i V^7 7 JV^r ;H C ± o ttt $ tit v^t U v^7 5 7 S^flf f> ti> TSm 
^£^LT&&v^5jt£L<ii6Jt^^T3- £i5»t& IT5j|gL<te6 
M<7>3t#tT5 y*J enij v;k e^'jyJK tf^vv;K 

Sti&~7o & cotf^f £*u rtt*^tuu^77;^^iJ fc-fctf m 

tfc r5M^t<(i6Mo^^u ? ^^^^j n^t* mmm tit, s 

e^vv/K >f^r/y^ a-^VU/K f7y*'j;K tf'jv^K 
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^-y: 36/ 



[0 0 2 6] 
[0 0 2 7] 




V i 



o 
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^-v*. 37/ 



-A) it, HR*(8) 



v^a(ii). mui.r -^(y7x^7^)7xD^»;^i;7Mi 

*.J7A, HMWcm^hV^A, HJi**T5 3<\ N,N-^77n^x^ 
T 5 >**JniU 20~160T;^l~48l*W»fc*** t J: 0 tf ^ - fc^S * 



— (6) "C^stLafls-frW*)!^ Rio^rv^S-e^^'fb^fi, — «5*;(7 




(8) 
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H^b^^^^ffiv^r. 20-120^1-72^^2 

Off 9 -t^ti^o 

vm&r Tfr^^mttz »±« &s * l -c * i v * r 9 ^ * * * f fc-&* at 
gj— ^(DT-t^tL^MMifets i fc#t?# ^ OTi-d) 0 & 

*±t*L ®^&$l 00 *. worn. jnk*s&a*> ml >>J7W 

V;K H^ft*^St^&ffiV>T, 20~120 < CT-l~72B#raa£S-£& i £ fc* 
[0 0 2 8] 






II-D 



n-c 








OR 9 




II-E 




r^N n-F 






-\) 

HO 




HO 


CHO 




[aA-a-n' 






(7) 


R 2 R 


(D 



-A-N. 



JifW*. StAr. A. RK R2. R 3 > R 4 > R 9 > R 10 ^ Lfc t © t H*flfc* 

AattJMS^, C r C 3 7;^W, C2~C 3 T;i/^W/&iEU RlOaii^n 
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39/ 



I-A)«U HK5*(11) 




(11) 



(9) T^£^;Mfc^<7)i*K Rio^Nar>m^-egm^tvr^> iv^m 
r ;v * f £ « am* ^tUUv>T7M;vit*^ <b^% (i . (6 
a)T^^tL^'fb^^m-t^>^i:#"e§^(X^II-B)o 1"^^t>> -^(12) 

R 3 
/ 

H-N 

V (12) 

O**. R 3 , R 4 fim^L/i^<7)i:l5lit^^^-r) T^SttMb^tfSrfl^ ig^ 
#Ix.ff^ 9J~-fr^ .x^y-;K y?uu *?y^ ^nDWA^jv^ 

-fl&:&(6a)^$*L;Mb^«^HI££ (l) x-mZfr&lk&yo^n&OM 
II-C)te> X^I-Dtlil^^^j; Ht? ut* s til>o 

ttz—Btf: (9) -e^^tt^^b^^rt. Rio^rv;v*T*&;Mb£*^ igi- 
Btisiiio^&^i — ^(io)-ea$tL^<b^^mi-^>«rt^T^^(x 
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@II-D)o 

II-E)«\ HKS*;(12) 

R 3 
/ 

H-N 

V 4 (12) 

Ht£^(7)T^£*t;Mb^W^-&:& (i) -e^$tt^>^^<7>^(x^ii- 

[0 0 2 9] 

DW&fciii] 
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s>: 41/ 




_hfS:£*, Wkr, A. k\ R.K R 2 , R 3 , R 4 > R 9 > R 10 > Zl*MftLtzi><Dtm : & 
III-A)ti, HK5£(15) 




(15) 



(13) X^ti&it&mfrb— (6) T^$tt^>^^0^(X^ 
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42/ 



*m*<\ -2o~6ox:-co.5-3i*nKJc&$*/i^ -^(12) 



*>>-/K ^nn^>, f>5tKn75>, N.N-^f- 

f^rr/^o^iET, o~i2or-ei~i2^r^RiS$^-^^i ^Ut^ 

H!K(6)-C*§*t&ft^Ort. RlO^\ny>JR^-CilJft**t-C<> J: vHft»T 
l^^&K*^ HBb£ (1) ^^Mb^tr^rT*- k^littfi 

III-Oo 

fIIII-D)o 

— tt* (13) T^$*tMb£-#«>l*l> RlO^T~>^T^^^#(i. X@I-Bt 
II-E)o 

t^-^(i4)-ea$tL^>fk^tt, -ass* (10) ^s*uM&&4&*&sa* 



R 3 



H-N 




(12) 
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-r&£fcfc-e#&CDeiii-F)o ~r*t>%, &m%mm, wax**;-*, - x - 

HUbS (14) ^Sfr^Mfc-frW^fc-fta; (7) X-^KMt^m^(D^mOL 
Jfi-fk^*-^ t^r^trA JUb^-^SrfflV^ -20-80X^0. 5~6B# 

KRjs^^m. —^(i2) 



(5^ R3. R4f4^L^*><Ot|SIita*^i-) T^$*tMt£-%£ffiv\ jg^ 
Wilf^ 9S—fr^ ^nn^>, ff5tKn79>, N.N-v^f- 

£T> 0~120t)^l~12l$WRJ&£-££ ££££ l)??? d£tf*T#£o 

(7) T'^^tt^,^^^^-^ (i) ^sttMb^tKM^&a: 

±IB»3fiifeIII^^v*Tx — ^ (13) X«m £ flS-g^tf) R%'^nif>JE 
K*tt$^tUv«7;^;HJ/wlifMI:f lT^iv>77J^^i 
T*&&HI^(13a)T*it£*L&^tk * J: tf-*^(14)^$*LMfr^tt. 

[0 0 3 0] 



R 3 



H-N 




(12) 
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(10a) ^ 07) (W) 

-tlB*** iAr, A. Aa. Rl, r2. r9, rIO, R 10a % xiiiiraLfctOfcH** 

jvH&ftr/i'**'** fciiS&^fc^LTfc tv>7?^*^Sto 
HBb£(5)^$*L&ft^:^kHK5$; (16) ^s*L<Mb#4&^*>aaft(:E8 

IV-A)t±, —#5$ (18) 
R 13 0 2 C-A a 

R 2 *-- 7 R 12 -^ (18) 



50O 



(:£*. 3RAi\ A*. R2 % rH, Rl2, Rl3jifraL,3t<>Otra*««r^i-) 
1 fcHBb£(16) tLMfc^tl^F^ Aa^C2~C3T;V^- V VC*&^fc^« 

at, doa) ^$*L*fls^^«ifei-acfc*-c*4(iSiv-«)o i- 



O 
ii 



(R 14 0) 2 -P-CH 2 C0 2 R 



13 



(19) 
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-ci:i^ (i3a) -e^ £ ftsft^'^&i" ^H ? tu„ -r^^^> 
Sfc— *b£ (16) T^stL-Mfc-S^rt, Rio^rv;i^^&;Mfc^&> x 

-20^0. 5~5B#IH!RJS£$-it:S£i:fc i O^fT^ -H ? f^o 

— jfc*(l7)-C*$*L*ft-6*^?»— jRA (14) -?0iZti2>ik&&'^<O$8k(X 
3gIV-E) li . X^IV-C ti^^&^i ^9 it^^^o 

. r2^36-A-NR3r4o * h fi Kfi&*T & — ^ (lh) & <£ CK— IBsft 

0i&V)o 

[0 0 3 1] 
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#|^0 02-214673 A : 46/ 




Ji|B^:4'> 3SAi\ Rl, R 2 ^ R 4 . R 9 > R 10 , R 10a . XllUftUtOtRim 

— ^ (5) T^t £ *L Mt^m h (20) -C^^itS^^^^lfeCxe 

V-A)(i> — lfc&(25) 




(25) 



— ^(20)^E£tLMt^tJ?>l*k RlO^VNnrvJ^^fii^^tt-C^ iv^iS 



tiiliE# 2003-3070025 




02-214673 



^-v>! 47/ 



t ^- )v-2- e n »; v y >-#4> > — ^ (26) 



THfc*(12) 



0**, r3. R4i±nrau^*>ofcra*ii*^-t) ^stL&ft-a-Wfcflfttrau 10 
o-i8or-ei~24H#p B m;s^^^>-fc^«t ofrd - fc^-e^&o 

— ^(20)-e^$nMt-8-#<7)l*k RlO**T^^I6-eab&<k^ti. I3H-Bt[WI 
fifcO^ftfc £ «K — ^ (22) -C^^^-fb^^lfei-^ifc^i^o 

— ^ (22) -c^ £ *i & <b — ^ (23) -e^$tt^>>fk^^^(x 

t (23) -c^§tLS^^»tt> xmv-Etmm<ojj&texi). — *fc* 
(20) -e^ sat* rt* Rio*»r-»i'*'c**fl:'6*^e>iiS5Jefti"*^ 





R 3 



/ 

H-N 




(12) 
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02-214673 



^-v*: 48/ 



£fcH£*(23)^£*LMfc£*i. XgV-HfcJ:>K HBt* (24) -C^$*t 

^iTfcf^fc^f^MJ^A. TK^b^^^U^^^^SrfflVv 20-80X^0.5 

H«(24)T^SfrMfc^W^Hl£:£ (li) -C^^tL^-fk^^O^CX 
jgV-I) ii> XSI-D £ X *) ft £ t ^t? § & o 

h) -e&zti&ik&mfr h gmt (xnv-j) o 

S^-JftS: (li) T'^^tt^^tJ(i> -ft* (i) ^£^&lfc^%<^i*u A 

(ij)T^^tL^^^^^-r^ifc^-e§^>(x^v-K)o 

«ilf^;-)K Tb7tFn7r/> N.N-^^f^^AT^ K£>&v> 
, 1£ffi£fctt;&5SfcJ&CTtoJET\ 20~80 , Ctrl~l2B#^7X*^nRJS^#1"^ 

[0 0 3 2] 

HWSifcVI] 
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002-214673 



49/ 



(27) -cm2ti&i£4t*llii>i>>-&& (28) ^$=ft-Mfr£-%^>^g|(X 
5gVI-A)tiU — *S$(32) 



TK^b^ h y * A> #£Bfe# 'J h V xf;V7 ^ >4$*>3Pfi£T\ 20~140t:-e2 

~48l^raaS $ £ t K. X 0 fr 9 i k # & o 
— «b£ (28) -e*$*L;Mfc^:fr&— jjbS (29) ^*s*L<Mfr&*r^>aafe( 

^l^v^v^A^Srffl^ 0~80r-C4~72B#r B mj&£-£&£ tKX *)ft 9 £ 

(29) -ea^tts^^^?>-*^ (30) •c*stL*>fk^w^oa5*( 

i*ivi-c)j±> mmm, ztzimm%mm, wiim h;^>> 1,4-^** 
^>**v*»ii*Le>os*^t». a^^m^TKW, «x.»f*i*ftBi, i*>v7 

)V*n%\-mm*m*<\ 40~120rri~24B#P^&S£^/i^ t^t±a^ 
&}§#t> Mx.i^H> ^^^-;k ^^/-;k r-t i ;>w**vM4i*t?> 

0«^»t». *&Jf§v^ 60-120^2-48^^ i t kz J: Off 7 £ fcrt* 

-*b£ (30) ^&ZM{tttfrb--1B&t (31) T^Sftfc'ffrfrW^oaafcC 
XgVI-D)ti. H« (33) 



4t&b*m^ MM%mm, >;w^>. si^i?-;i/fc&v*t±£ 

60~110t;''ei~24B#f^)££-£&rt\ **VM±*E^**VM±»^*»^ Wx. 



R 10 -X 1 



(32) 



R 9 -X 2 



(33) 
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50/ 



0.5~12B*WRJ&$*:fcfc, -«^(34) 



7tKD77>, N,N-^^f;^^AT5 K^^v^idtL^co^^ff^ 0-100 
VCO. £ 4: J: •) ?H £ § £ 0 

(31) ^ £ *L & tt&W d> £ HSS5£ (5) t?^$tL*^^!»^03eife(X 

evi-E)t±, mm%mm, m^imm, V9uu*9>^ n.n-v^^^vat 

b\ N-^nn^^y^ K#£ffiv>T-20~120t;^2~72Rf r^J&£-£ 

ifc«BtfeI~Vtci3V>T. -&££(8K (11). (15)> (18)^^1^(25)^$^ 
Mfc^Wi, flJ&Wr* Tetrahedron Lett. , 3S, 3447(1997). J. Or 

g. Chem., 60, 7508(1995). Chem. Rev., 95, 2457(1995)^ KlfflRO^ftK <£ *9 

— *b£ (6) £ «fc tf— (7) t?^ $ tl 2> it&m K J3 V> T . R2 £#3? KJS C TfOf 

it^&m. Wx.tf«8L^ Jkfkfc*I#£fcffiv^ 60~HOrT'l~24^F^ 
^ * £ t tfX* § & o 



R 9 -M 



(34) 
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#HfcO 02-214673 



^-v: 51/ 



. &&-8tm%¥*m\'\ i^&ttzte&mKfcCTm&T, 2o~8o t ctc-ci~72B# 

* mfcx$> z> —ib& (6) 33 i tf— iss* (7) xm 2 ti&it&M <o i*k r*j&*— *bS; (4) 
nafe-cfc JMfc^HJ 7fc$^ T ^ 7 Sis i ^em*^^ LT & J: v> r ^ / 

—05*; (7) £ x tf— flbscs) -eas tiz>ik&®K#if2>RK & x tfHKsSU) -e^ 

-^(7)Tft£*t;Mt^?>I*U R4^-^(3)-e*«9> R6^Mm**^rLT^> 

5jt5gt< \t6 m^mmn^ xxf^(om^nx^Mt^m\^n^w^&^^ 

[0 0 3 3] 

<##$ii> 5-^>y-f ;v^-^rv-r v^y 'j > 



ffifW 2003-3070025 




OBz 

5-tKn^y/fy^y'J> (15. Og, 103mmol) O^nn^r/ (300mL) &WLK h 
>(10.9g, 108mmol)?:Jn£> or^SP L*r 0 tt#T\ t^b^W 
-OKl5.2g, 108mmol)£?gTU m^#ia£-£*: 0 ^ia^T6^^ti##i> V 

lH-NMR(DMS0-d6, <?) : 7.68(2H, t, J = 7.3Hz), 7.75(1H, d, J = 5.9Hz), 7. 
79-7.85(3H, m), 8. 12-8. 16 (1H, m), 8.28(2H, d, J = 7.3Hz), 8.55(1H, d, 
J = 5.9Hz), 9.45(1H, s). 
[0 0 3 4] 

2 > 5-^>V-f JVt^V'f V >N-*^f K 



O 




OBz 

###!il<zMb^#(1.92g, 7.70Bnol)o^^nn> ^>(i00mL)»*H3-^nnji 
gcJM=BR(2.45g, 9.24mmol)^iPx.. MffifcT6l$WlJt#L;fco l&^I^BfeK*^ h 
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002-214673 



^-vl 53/ 



lH-NMR(DMS0-d6, S) : 7.61(1H, d, J = 7.8Hz), 7.67(2H, t, J = 8.3Hz), 7.7 
5(1H, t, J = 7.8Hz), 7.82(1H, t, J = 8.3Hz), 7. 86-7. 88 (2H, m), 8.14(lH, 
d, J = 7.3Hz), 8.26(2H, d, J = 8.3Hz), 9.07(1H, s). 
[0 0 3 5] 

<##$13> /l/*4rS'-l,2-S>fc KD-l-t + V-fV^y 'J > 



o 




OBz 

&am2<nft&m (29. 9g> 123mmol) £M*Mt(100niL) fciJDx^ mffliUmWffi L 
fco ^ifc*«ffiifc*S&> ^.^y-^(lOOmL). 7K(50mL)=lriDi-, 30#l8Hn]&» 

o ^64%o 

lH-NMR(DMS0-d6, S) : 6.40(1H, d, J = 7.3Hz), 7.2l(lH, t, J = 6.3Hz), 7.5 
7(1H, t, J = 7.8Hz), 7.64-7.72(3H, m), 7.81(1H, t, J = 7.3Hz), 8.16(1H, 
d, J = 7.3Hz), 8.23(2H, d, J = 7.8Hz), 11.45(1H, brs). 
[0 0 3 6] 



£iifiE# 2003-3070025 




OBz 

###I3<7Mfc£-% (22. lg. 83. 3mmol) <D V y (300mL) jti&Kitf fc^ (I) (57. 9g, 
250mmolK 3 «Mb^ ^M30mL) £2jnx., mmMfmMVtZo KlBWL**.U h 

^M-fb^%*9.83g#fc 0 JR^42% 0 

lH-NMR(DMS0-d6, 5 ) : 4.10(3H, s), 7.29(1H, d, J = 5.8Hz), 7. 66-7. 73 (3H, 
m), 7.77(1H, dd, J = 7.8, 1.0Hz), 7.82(lH, t, J = 7.3Hz), 8.05(1H, d, J 
= 5.8Hz), 8.16(1H, d, J = 7.8Hz), 8.26(2H, d, J = 7.3Hz). 
[0 0 3 7] 

<###J5> 5-^^^;i/t^y-4-7n^-l-^ h^W V > 



OMe 




OBz Br 

##M4^b^%(9.83g, SS^mmol^N.N-v^^l/^AT^ K(200mL)?#$t£0 
"CK^ipU N-^n^x^v^* K(6.39g, 35.9imol) £^41* 
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002-214673 ^ ^- v : 55/ 

mLxnb Ktznm: z z/v * r^* ? & ? y ? 4 : mm.*- & 

^92% 0 

lH-NMR(DMS0-d6, <y ) : 4.10(3H, s), 7.66(2H, t, J = 8.3Hz), 7. 77-7. 82(3H, 
m), 8.22(2H, d, J = 8.3Hz), 8.26(lH, s), 8. 28-8. 32 (1H, m). 
[0 0 3 8] 

< ##M6 > 5-^ > V-f )V * * v-4- (4-* )V ^ )V y jc =. ;v) -l-^ > * i, 4 y ^ 



OMe 




CHO 

###!)5<^fc^ (20. Og, 55. 8mmol) & i 0*4-* ;V5JV7x-^^i (12. 6g, 83 
.8mmol)0 h;V^>(50mL)M^^tC, [1,1' -t'X(^7x-;V7t^7-f 7)7x 
Dt^y^nD^^W (II) y^nn^r/(i:i) ft#:(l. 22g> 1. 67mmol) & 
<£ tf2n»l/LjtBtf* h V * A7jc^(55.8mL, 112mmol) £50x.> 5WFWJDlfe««tLfe 

lH-NMR(DMS0-d6, * ) : 4.15(3H, s), 7.30(2H, t, J = 7.8Hz), 7.42(2H, d, J 
= 7.8Hz), 7. 51-7. 55 (5H, m), 7.68(1H, d, J = 7.3Hz), 7.78(1H, d, J = 7.8 



£titE#2 003-3070025 



#^0 0 2 -2 1 4 6 7 3 ^ ^-v I 56/ 

Hz), 8.32(1H, d, J = 8.3Hz), 9.59(1H, s). 
[0 0 3 9] 



OMe 




##^50<b^ (3. 58g> 10. Ommol) 23 J: 0*3-* 5 ;V 7 - 7^(2. 55g. 15 
.Ommol)£ffiv^ ##M6h|^#O^^J: &tfeMcO^Mlb^&2. 91g# 

lH-NMR(DMSO-d 6 , 5 ) : 4.14(3H, s), 7. 23-7. 33 (4H, m), 7. 46-7. 49 (2H, m), 
7.53-7.60(2H, m), 7.67(1H, dd, J = 7.8, 1.5Hz), 7.73-7.80(3H, m), 8.32 
(1H, dd, J = 8.3, 1.5Hz), 9.77(lH, s). 
[0 0 4 0] 

<###I8> 4-(4-*^^l/7x^;V)-5-ti Kn^rv-l-^ h^v^fv^y V y 



miE# 2003-3070025 




CHO 

##$!6<ZMb^(6.65g> 17.3mmol)^^-^^-^-7K(2:l> 150mL)jlil?£K:. lm 
olAJkmti- h y * A7jC?f?£(l7.3mL, 17.3mmol) ll^Mtftsfc L£o 

^&^*Ltfr 0 *W7A^nv ^*77-f 

lH-NMR(DMS0-d6, * ) • 4.08(3H, s), 7.05(1H, dd, J = 7.8, 1.0Hz), 7.48(lH, 
t, J = 7.8Hz), 7.55(2H, d, J = 8.3Hz), 7.70(1H, s), 7.74(1H, dd, J = 8. 
3, 1.0Hz), 7.89(2H, d, J = 8.3Hz), 10.04(1H, s), 10.06(1H, s). 
[0 0 4 1] 

<###H9> 4-(3-*J^;i/7x-;l/)-5-t Ktf*v-i-^ V*J y > 



ffiiE# 2003-3070025 




lH-NMR(DMS0-d6, ^ ) : 4.07(3H, s), 7.04(1H, dd, J = 7.8, 1.0Hz), 7.47(1H, 
t, J = 7.8Hz), 7.58QH, t, J = 7.8Hz), 7. 66-7. 70 (2H, m), 7.74(1H, dd, 
J = 8.3, 1.0Hz), 7.85-7.87(2H, m), 10.06(1H, s) 9. 80- 10. 20 (1H, br). 
[0 0 4 2] 



ffigE# 2003-3070025 




m(L35g. 7.50mmol) ###96 t |W|#^^m: t) > ^fe^O^M 

lH-NMR(DMS0-d6, : 3.55(3H, s), 4.18(3H, s), 6.54(1H, d, J = 8.8Hz), 7 
.29(2H, t, J = 7.8Hz), 7. 35-7. 40 (2H, m), 7.53(1H, t, J = 7.8Hz), 7.60- 
7.67(3H, m), 7. 74-7. 76 (2H, m), 8.34(1H, dd, J = 8.3, 1.0Hz), 10.20(1H, 
s). 

[0 0 4 3] 

<##f!Jll> 4- (3-^;^ )V-A-* b^fy7x-;V)-5-t Kudfv-l-^ h^v 



tti|iE# 2003-3070025 




lH-NMR(DMS0-d6, S) : 3.97(3H, s), 4.06(3H, s), 7.03(1H, d, J = 7.8Hz), 7 
.22(1H, d, J = 8.3Hz), 7.45(1H, t, J = 7.8Hz), 7. 60-7. 65 (3H, m), 7.72(1 
H, d, J = 8.3Hz), 10.42(1H, s). 
[0 0 4 4] 

<###!I12> 5-^> y>f h 3r v-4-(4-^ ^-;W3-~ h n 7x-^ 



ffi|E#2 003-3070025 




Me 

f&%W5<Dtt&*to{2. 51g^ 7.00mmol) £ X ^-;v-3-- h n 7 jc-;M* 

lH-NMR(DMS0-d6, ^ ) : 2.04(3H, s), 4.14(3H, s), 7.14(1H, d, J = 7.8Hz), 7 
.38(2H, t, J = 7.3Hz), 7.46(1H, dd, J = 7.8, 2.0Hz), 7.57(2H, dd, J = 8. 
3, 1.0Hz), 7. 62-7. 69 (2H, m), 7. 77-7. 81 (3H, m), 8.32(1H, dd, J = 8.3, 1 
.OHz). 

[0 0 4 5] 

<##$)13> l,5-v>;* h * v-4-[4-(2->^ *-/l/T * J )x.+)\>-Z-~ bn7x 

— ;i/K y*y y y 



ffitE# 2003-3070025 




NMe 2 

„ N.N-v^^V^VAT 5 K2> ff-frT^Z *-;V(3.32mL, 25.0mmol) &}jnx^ 6 
L)2fcV»"C;jcj|Ht* h V V A (567mg, 15. Ommol) fciniU 5B#IHIin8k5IBfc Lfc 

^■^>-g^.x^;i/(l:l)^^^;v-^ *? J-)V- Y i;jn^;i/T^ > (10:1:0 
6%o 

lH-NMR(DMS0-d6, ^) : 2.36(6H, s), 2.68(2H, t, J = 7.8Hz), 3.14(2H, brs), 
3.56(3H, s), 4.16(3H, s), 7.02(1H, d, J = 7.3Hz), 7.36(1H, d, J = 7.8Hz 
), 7.48-7.53(2H, m), 7.78(1H, s), 7.88(1H, d, J = 2.0Hz), 7.95(1H, dd, 
J = 8.3, 1.0Hz). 

[0 0 4 6] 
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^-v: 63/ 



<###J14> 2-[4-(4,4,5,5-t- h7^f ;Wl,3,2-yt^y^n =7 >-2->f ;v) 



2-(4-^n^E-7i — ;i/)i^/-;^(500mg, 2.49mmol)tf)> ? ^ ^/PX/M^S" K(5m 
O&ift^ If X ( \£i- 3 9 - h ) v^n y (632mg, 2. 49mmol) „ ff^# V * A (733m 
g, 7.47mmol)&<i:U ? [l,l' -a(i?7x-;V7i^7^)7jn*>]^Dn 
/^y^Adl) y^nny * >(l:l)#t#:(102mg, 124^mol) £]&l]x.> 120TCKT5 

I^>"J*W7A^n7h^77^Kt>-SiiW : l]tc-C»« 

lH-NMR(CDCl3, 5) : 1.34(12H, s), 2.89(2H, t, J = 6.3Hz), 3.87(2H, q, J = 

6.3Hz), 7.25(2H, d, J = 7.8Hz), 7.77(2H, d, J = 8.3Hz). 
[0 0 4 7] 

<###015> 2-[3-(4, 4, 5, 5-T" ^V-l, 3, 2-v^ * V #n 7 >-2--f 

7i^jl/]x^-jl/ 




OH 



tbfiE# 2003-3070025 




2-(3-^n^e-7i^-;v)^^y-;V(4.17g, 20.7mmol) £fflv^ ##^!ll4i:|WI^|0 

lH-NMR(CDCl3, $) : 1.35(12H, s), 2.88(2H, t, J = 6.3Hz), 3.87(2H, q, J = 
6.3Hz), 7. 32-7. 37 (2H, m), 7. 67-7. 69 (2H, m). 
[0 0 4 8] 

<###!I16> 3-[4-(4,4,5,5-x F9^fM,3,m*y#n9>-M AO 



ffifiE# 2003-3070025 




3-(4-ZfU^y ji— jl/)^n;V -;V(508mg, 2.36mmol) &fflv^ ##$I14£|WMf 
O^TfelCii}. 3tfefa}£%0^@to£%£229ing#7to J|X^37% 0 
lH-NMR(CDCl 3 , 5 ) : 1.34(12H, s), 1.86-1.93(2H, m), 2. 70-2. 75 (2H, m), 3 
.65-3.69(2H, m), 7.22(2H, d, J = 8:3Hz), 7.74(2H, d, J = 7.8Hz). 
[0 0 4 9] 

<##M17> 5-^^VM ;V**v-4-[4-(2-t: KnJpyxf ;V)7x^;V]-l-^ 



ffilE#2 003-3070025 




OH 

##M5?Hfc^ (634mg, 1 . 77mmol ) *5 X ^##$1 14<Dft&m (440mg, 1 . 77mmo 1 ) 
*m*\ &&mtmm<V%&te**), *&m&$N^^M4fc^&225mg#£o U 
m32% 0 

lH-NMR(CDCl3, d ) : 2.45(2H, t, J = 6.3Hz), 3.53(2H, q, J = 6.3Hz), 4.18( 
3H, s), 6.89(2H, d, J = 7.8Hz), 7.2l(2H, d, J = 7.8Hz), 7.31(2H, t, J = 
8.3Hz), 7.38(1H, dd, J = 7.8, 1.0Hz), 7. 51-7. 55 (1H, m), 7.61(1H, t, J = 
7.8Hz), 7.68(2H, dd, J = 8.3, 1.5Hz), 7.77(1H, s), 8.34(1H, dd, J = 8.3 
, 1.0Hz). 

[0 0 5 0] 

<##0fll8> 5-^>vV;v^^r>'-4-[3-(2-t Kn^ryxf ;v)7x-;V]-l-^ 



mSE# 2003-3070025 




&m5<Oik&m (5. 07g, 14. 2mmol) £ X 0 f ##fl)15O4fr£i» (3. 52g, 14. 2mmol) 
^ffl6tWl&<Djjmz£ »K J£fefl&^<^®4t^%£4.05g^£o iR 

^71% 0 



lH-NMR(CDCl3, 5 ) : 2.54-2.64(2H, m), 3.64(2H, q, J = 6.3Hz), 4.18(3H, s 
), 6.66(1H, d, J = 7.3Hz), 7.02(1H, t, J = 7.8Hz), 7.08(1H, s), 7.17-7. 
19 (1H, m), 7. 28-7. 31 (2H, m), 7.39(1H, dd, J = 7.3, 1.0Hz), 7.49-7.54(1 
H, m), 7.59-7.63(3H, m), 7.77(1H, s), 8.34(1H, dd, J = 8.3, 1.5Hz). 
[0 0 5 1] 

<##^!119> 5-^>V-r;v^-^v-4-[4-(3-n Yu^-fu \£?v) 7x-;i/]-i-^ 



ffiiE# 2003-3070025 




#£OT50>ffr64ftK5.12g, 14. 3nmiol)^J; ^##^160^^(3.75^ 14.3mmol) 
£ffiv^ ##^1J6^|W1#<7)^^J; *)> ^fe^O^^b^^3.03g#/c o a 
^51%o 

lH-NMR(CDCl 3 , 8) : 1.52-1.59(2H, m), 2.27(2H, t, J = 7.3Hz), 3.53(2H, q 
, J = 6.3Hz), 4.18(3H, s), 6.85(2H, d, J = 7.8Hz), 7.18(2H, d, J = 7.8Hz 
), 7.29(2H, t, J = 7.8Hz), 7.38(1H, dd, J = 7.8, 1.0Hz), 7.50(1H, t, J = 
7.3Hz), 7.60(1H, t, J = 8.3Hz), 7.65(2H, dd, J = 8.3, 1.0Hz), 7.78(1H, 
s), 8.33(1H, dd, J = 8.3, 1.0Hz). 
[0 0 5 2] 

<mmm> 1,2-^fc Kn4-[4-(^^f^7^^f;v)7x-;v]-5-t Kn 



tiJiE# 2003-3070025 
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i-i?: 69/ 




I 

XM1 I &&WS<D4\&& (300mg, 1 . 07mmo 1 ) <D * ? J - )V (15mL) mWi K > 2 mol/ 
f;VT ^ * J -;W#i&(3.21mL, 6. 42mmol) 25 X £/ ? :&4bjE#& (73. 2mg, 5 
37^mol)^inx.. ^fcTlR^^Lfco R£>»:v'7/ *5*fh***'*- h 'J 
^A(67.2mg, 1.07mmol)£#Dx.> ^i&&CT4B#ratfH$L*:o RS&^Tfc&ftlx., 

i^;V]-5-fc: Kn^->-l-^ h^v^f V*/ V ^£262mg#£o a^79%o 
lH-NMR(DMS0-d6, 5) : 2.19(6H, s), 3.43(2H, s), 4.06(3H, s), 7.01(1H, d, 
J = 7.8Hz), 7.25(4H, s), 7.44(1H, t, J = 7.8Hz), 7.64(lH, s), 7.71(1H, d 
, J = 8.3Hz), 9.88(1H, s). 

3r/i; >(l02mg, 331^mol)^m(15mL)?#m^. 47%^7K#m(1.5mL)i3<J:y ? 

7K(i.5mL)=srinx.. immmmmmLtz 0 KjBm^m&mmLxn^fitimm^ 
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ifc^ JM&t&^fcfc* *9> Wfe»*0«Mk^W«r66.2ing#^o ^68% Q 
lH-NMR(DMS0-d6, $) : 2.17(6H, s), 6.73(1H, d, J = 5.4Hz), 7.00(1H, d, J 
= 6.8Hz), 7.20(4H, s), 7.31(1H, t, J = 7.8 Hz), 7.77(1H, dd, J = 7.8, 1. 
0Hz), 9.67(1H, bs), 11.27(1H, brs). 
HR-MS (m/z) : 294.1383 (+1.5mmu). 
[0 0 5 3] 

mi 3] 
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[0 0 5 4] 
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1H-NMR(CDC1 3 , 8) : 1.07(6H, t, J - 7.3Hz), 2.57(4H, q, J = 7.3Hz), 3.64( 
2H, s), 6.38(1H, brs), 7.13(1H, dd, J = 7.8, 1.5Hz), 7.40-7. 46(3H, m), 
7.49(2H, d, J = 8.3Hz), 8.12(lH, dd, J = 8.3, 1.5Hz), 9.38(1H, brs). 
Anal. Calcd. for C20H22N2O2 • 1/^0 : C, 73.48 ; H, 6.94 ; N, 8.57(%). 
Found : C, 73.40 ; H, 6.83 ; N, 8.43(%). 
HR-MS (m/z) : 322.1681 (+0.0mmu). 
[0 0 5 5] 

lH-NMR(DMS0-d6, 8 ) : 0.85(6H, t, J = 7.3Hz), 1. 43-1.48(4H, m), 2.36(4H, 
brs), 3.53(2H, s), 6.73(1H, d, J = 5.9Hz), 7.01(1H, d, J = 8.3Hz), 7.21 
(4H, s), 7.32(1H, t, J = 8.3Hz), 7.77(1H, d, J = 7.8Hz), 9.61(1H, s), 11 
.28(1H, brs). 

Anal. Calcd. for 022^6^2*3/4^0 : C, 72.60 ; H, 7.62 ; N, 7.70(%). 
Found : C, 72.48 ; H, 7.25 ; N, 7.67(%). 
HR-MS (m/z) : 350.1965 (-3.0mmu). 
[0 0 5 6] 

lH-NMR(DMS0-d6, 8) : 0.86(6H, t, J = 7.3Hz), 1.24-1.33(4H, m), 1.39-1. 
46 (4H, m), 2.39(4H, t, J = 7.3Hz), 3.52(2H, s), 6.71(1H, d, J = 5.9Hz), 
7.01(1H, dd, J = 7.8, 1.5Hz), 7.20(4H, s), 7.31(1H, t, J = 7.8Hz), 7.77( 
1H, dd, J =7.8, 1.0Hz), 9.58(1H, s), 11.24(1H, d, J = 5.4Hz). 
Anal. Calcd. for C24H30N2O2 • 1/8H 2 0 : C, 75.71 ; H, 8.01 ; N, 7.36(H). 
Found : C, 75.65 ; H, 8.12 ; N, 7.32(%). 
HR-MS (m/z) : 378.2275 (-3.2mmu). 
[0 0 5 7] 

lH-NMR(DMS0-d 6 , 8 ) : 0.85(6H, t, J = 7.3Hz), 1.23-1.26(6H, m), 1.42-1. 
45 (4H, m), 2.38(4H, t, J = 7.3Hz), 3.52(2H, s), 6.71(1H, s), 7.01(1H, dd 
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, J = 7.8, 1.0Hz), 7.20(4H, s), 7.32(1H, t, J = 7.8Hz), 7.77(1H, dd, J = 
7.8, 1.0Hz), 9. 30-9. 80 (1H, br), 11. 10- 11.40 (1H, br). 
Anal. Calcd. for C2&H34N2O2 " V8H2O : C, 76.39 ; H, 8.44 ; N, 6.85(%). 
Found : C, 76.36 ; H, 8.70 ; N, 6.80(X). 
HR-MS (m/z) : 406.2613 (-0.7mmu). 
[0 0 5 8] 

lH-NMR(DMS0-d6, S) : 0.88(3H, t, J - 7.3Hz), 1.45-1. 54(2H, m), 2.12(3H, 
s), 2.3K2H, t, J = 7.3Hz), 3.45(2H, s), 6.73(1H, d, J = 5.9Hz), 7.00(1 
H, d, J = 7.8Hz), 7.20(4H, s), 7.3l(lH, t, J = 7.8Hz), 7.77(1H, d, J = 7 
.8Hz), 9.63(1H, s), 11.26(1H, d, J = 4.9Hz). 

Anal. Calcd. for C20H22N2O2 • 1/10H 2 0 : C, 74.09 ; H, 6.90 ; N, 8.64(%). 
Found : C, 74.17 ; H, 6.97 ; N, 8.69(%). 
HR-FAB+ (m/z) : 323.1773 (+1.4mmu). 
[0 0 5 9] 

lH-NMR(DMS0-d6, S ) : 0.88(3H, t, J = 7.3Hz), 1. 29-1. 34 (2H, m), 1.42-1. 
48 (2H, m), 2.12(3H, s), 2.34(2H, t, J = 7.3Hz), 3.45(2H, s), 6.72(1H, d, 
J = 5.4Hz), 7.01(1H, d, J = 7.8Hz), 7.20(4H, s), 7.31(1H, t, J = 7.8Hz) 
, 7.77(1H, d, J = 7.8Hz), 9.62(1H, s), 11.26(1H, d, J = 4.9Hz). 
Anal. Calcd. for C21H24N2O2 • 1/10H 2 0 : C, 74.57 ; H, 7.21 ; N, 8.28(»). 
Found : C, 74.50 ; H, 7.25 ; N, 8.35(%). 
HR-MS (m/z) : 336.1815 (-2.3mmu). 
[0 0 6 0] 

lH-NMR(DMS0-d6, a ) : 0.87(3H, t, J = 6.9Hz), 1.26-1.30(4H, m), 1.40-1. 
55 (2H, m), 2.1K3H, s), 2.34(2H, t, J = 7.3Hz), 3.45(2H, s), 6.73(1H, d, 
J = 5.9Hz), 7.00(1H, dd, J = 7.8, 1.0Hz), 7.20(4H, s), 7.32(1H, t, J = 
7.8Hz), 7.77(1H, dd, J = 7.8, 1.0Hz), 9.63(1H, s), 11.27(1H, d, J = 5.4H 
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z). 

Anal. Calcd. for C22H26N2O2 C, 75.40 ; H, 7.48 ; N, 7.9900. 
Found : C, 75.21 ; H, 7.51 ; N, 8.0700. 
HR-FAB+ (m/z) : 351.2052 (-2.0mmu). 
[0 0 6 1] 

lH-NMR(DMS0-d6, 5 ) : 0.86(3H, t, J = 6.9Hz), 1. 27-1.31 (6H, m), 1.44-1. 
47(2H, m), 2.1K3H, s), 2.34(2H, t, J = 6.9Hz), 3.45(2H, s), 6.73(1H, d, 
J = 5.4Hz), 7.0K1H, d, J = 7.8Hz), 7.20(4H, s), 7.32(1H, t, J = 7.8Hz) 
, 7.70(1H, d, J = 7.8Hz), 9.63(1H, s), 11.27(1H, d, J = 4.9Hz). 
Anal. Calcd. for C23H28N2O2 * 1/10H 2 0 : C, 75.42 ; H, 7.76 ; N, 7.65 00. 
Found : C, 75.35 ; H, 7.74 ; N, 7.72(%). 
HR-MS (m/z) : 364.2126 (-2.5mmu). 
[0 0 6 2] 

lH-NMR(DMS0-d6, 8) I 2.57(4H, t, J = 6.4Hz), 3.46-3.51 (4H, m), 3.66(2H 
, s), 4.39(2H, t, J = 5.4Hz), 6.73(1H, d, J = 5.9Hz), 7.00(1H, d, J = 7. 
8Hz), 7.19-7.26(4H, m), 7.32(1H, t, J = 7.8Hz). 7.77(1H, d, J = 7.8Hz). 

9.65(1H, s), 11.27(1H, d, J = 5.9Hz). 
Anal. Calcd. for C 2 oH22N204-3/10H 2 0 : C, 66.76 ; H, 6.33 ; N, 7. 79 00 . 
Found : C, 66.79 ; H, 6.34 ; N, 7.66(%). 
HR-FAB+ (m/z) : 355.1644 (-1.4 mmu). 
[0 0 6 3] 

lH-NMR(DMS0-d6, 8) : 3.03(3H, s), 4.59(2H, s), 6.62(1H, t, J = 7.3Hz), 6 
.71-6.76(3H, m), 6.99(1H, dd, J =7.8, 1.0Hz), 7. 11-7. 22 (6H, m), 7.3l( 
1H, t, J = 7.8Hz), 7.76(1H, dd, J = 7.8, 1.0Hz), 9.65(1H, s), 11.27(1H, 
d, J = 5.9Hz). 

Anal. Calcd. for C23H20N2O2 * 4/5H 2 0 : C, 74.49 ; H, 5.87 ; N, 7.55(%). 
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Found : C, 74.42 ; H, 5.65 ; N, 7.42(%). 
HR-FAB+ (m/z) : 357.1581 (-2.2mmu). 
[0 0 6 41 
<HJfe0!!12O4fc^> 

lH-NMR(DMS0-d6, *) : 2.12(3H, s), 3.51(2H, s), 3.53(2H, s), 6.74(1H, d, 
J = 5.4Hz), 6.99(1H, dd, J = 7.8, 1.0Hz), 7. 22-7. 39(10H, m), 7.77(1H, d 
d, J = 7.8, 1.0Hz), 9.63(1H, s), 11.26(lH, d, J = 3.9Hz). 
Anal. Calcd. for C24H22N2O2 • 1/3H20 : C, 76.57 ; H, 6.02 ; N, 7.44(%). 
Found : C, 76.54 ; H, 6.01 ; N, 7.44(%). 
HR-MS (m/z) : 370.1671 (-l.Ommu). 
[0 0 6 5] 

lH-NMR(DMSO-d 6> S) : 2.09(3H, s), 3.46(2H, s), 3.48(2H, s), 3.74(3H, s), 
6.74(1H, d, J = 5.4Hz), 6.9l(2H, d, J = 8.3Hz), 7.00(1H, d, J = 7.8Hz), 
7.21-7.33(7H, m), 7.75(1H, d, J = 7.8Hz). 9.63(1H, s), 11.27(1H, d, J 

= 5.4Hz). 

Anal. Calcd. for C25H24N2O3 • 1/10H 2 0 : C, 74.64 ; H, 6.06 ; N, 6.96(%). 
Found : C, 74.56 ; H, 6.17 ; N, 6.95(%). 
HR-FAB+ (m/z) : 401.1855 (-l.lmmu). 
[0 0 6 6] 

lH-NMR(DMS0-d6, d) : 2.08(3H, s), 2.87(6H, s), 3.41(2H, s), 3.46(2H, s), 
6. 69-6. 71 (3H, m), 6.95(lH, d, J = 7.3Hz), 7.16(2H, d, J = 8.3Hz), 7.20 
-7.29(5H, m), 7.72(1H, d, J = 7.3Hz), 11.23(1H, brs). 
Anal. Calcd. for C26H27N3O2 • IH2O : C, 72.37 ; H, 6.77 ; N, 9.74(%). 
Found : C, 72.60 ; H, 6.38 ; N, 9.73(%). 
HR-MS (m/z) : 413.2090 (-1.4 mmu). 
[0 0 6 7] 
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lH-NMR(DMS0-d6, $) : 2.06(3H, s), 3.44(2H, s), 4.94(2H, s), 6.53(2H, d, 
J = 7.8Hz), 6.69(1H, s), 6.92(1H, brs), 7.00(2H, d, J = 8.3), 7.19-7.27 
(5H, m), 7.69(1H, brs), 11.21(1H, brs). 
HR-MS (m/z) : 385.1805 (+1.5 mmu). 
[0 0 6 81 

lH-NMR(DMS0-d6, 8 ) : 1.04(3H, t, J = 7.3Hz), 3.56(2H, s), 3.57(2H, s), 6 
,73(1H, d, J = 5.4Hz), 6.99(1H, dd, J = 7.8, 1.0Hz). 7.21-7.40(10H, m), 
7.77(1H, dd, J = 7.8, 1.0Hz), 9.59(1H, s), 11.25(1H, d, J = 4.9Hz). 
Anal. Calcd. for C25H24N2O2 : C, 78.10 ; H, 6.29 ; N, 7.29(%). 
Found : C, 77.88 ; H, 6.47 ; N, 7.28(%). 
HR-MS (m/z) : 384.1802 (-3.5mmu). 
[0 0 6 9] 

lH-NMR(DMS0-d6, S) : 3.20(2H, s), 3.76(2H, s), 3.79(2H, s), 6.74(1H, d, 
J = 5.4Hz), 6.99(1H, d, J = 7.8Hz), 7.22-7.40(10H, m), 7.77(1H, d, J = 
7.8Hz), 9.64(1H, s), 11.28(1H, d, J = 5.4Hz). 

Anal. Calcd. for C25H22N2O4 • 1/10H 2 0 : C, 72.14 ; H, 5.37 ; N, 6.73(%). 
Found : C, 72.13 ; H, 5.49 ; N, 6.7l(%). 
HR-FAB+ (m/z) : 415.1630 (-2.8mmu). 
[0 0 7 0] 

lH-NMR(DMS0-d6, S ) : 2.10(6H, s), 3.59(2H, s), 3.60(2H, s), 6.72-6.73(1 
H, m), 7.00UH, d, J = 7.8Hz), 7.21-7.39(10H, m), 7.77(1H, d, J = 8.3Hz 
), 9.60UH, s), 11.27(1H, d, J = 5.9Hz). 

Anal. Calcd. for C27H29N3O2 • 1/4H 2 0 : C, 75.06 ; H, 6.88 ; N, 9.73(%). 
Found : C, 75.04 ; H, 6.92 ; N, 9.7l(%). 
HR-FAB+ (m/z) : 428.2350 (+1.2mmu). 
[0 0 7 1] 
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lH-NMR(DMS0-d6, 8) 2.21(3H, s), 2.60-2. 64 (2H, m), 2.80(2H, t, J = 6.8 
Hz), 3.54(2H, s), 6.72(1H, s), 7.00(1H, d, J = 6.9Hz), 7. 15-7. 33(10H, m 
), 7.77(1H, d, J =8.3Hz), 9.65(1H, s), 11.26(1H, s). 
Anal. Calcd. for C25H24N2O2 • 1/6H 2 0 : C, 77.49 ; H, 6.33 ; N, 7.23(%). 
Found : C, 77.49 ; H, 6.41 ; N, 7.30(90. 
HR-FAB+ (m/z) : 385.1923 (+0.7mmu). 
[0 0 7 2] 

lH-NMR(DMS0-de, 8 ) : 2.19(3H, s), 2. 55-2. 59 (2H, m), 2. 71-2. 75 (2H, m), 
3.53(2H, s), 3.7K3H, s), 6.73(1H, s), 6.84(2H, d, J = 8.3Hz), 6.99-7.0 
1(1H, m), 7. 10-7. 21 (6H, m), 7.31(1H, t, J = 7.8Hz), 7.77(lH, d, J = 7.8 
Hz), 9.30-9.80(lH, br), 11. 10-11. 40(1H, br). 
HR-FAB+ (m/z) : 415.2039 (+1.8mmu). 
[0 0 7 3] 

lH-NMR(DMS0-d6, 8 ) ': 1.76-1. 81 (2H, m), 2.13(3H, s), 2.38(2H, t, J = 7.3 
Hz), 2.62(2H, t, J = 7.3Hz), 3.46(2H, s), 6.72-6.74(lH, m), 7.01(1H, d, 
J = 7.8Hz), 7.15-7.34(10H, m), 7.78(lH, d, J = 7.8Hz), 9.64(1H, s), 11 
.28(1H, d, J = 5.4Hz). 

Anal. Calcd. for C26H26N202 ' 1/10H 2 0 : C, 78.01 ; H, 6.60 ; N, 7.00(%). 
Found : C, 78.00 ; H, 6.58 ; N, 7.06(90. 
HR-FAB+ (m/z) : 399.2076 (+0.3mmu). 
[0 0 7 4] 

lH-NMR(DMS0-d6, 8 ) : 2.12(3H, s), 3.53(2H, s), 3.57(2H, s), 6.74(lH, d, 
J = 5.9Hz), 7.00(1H, dd, J = 7.8, 1.5Hz), 7. 22-7. 28 (4H, m), 7.31(lH, t, 
J = 7.8Hz), 7.39(1H, dd, J = 7.8, 4.9Hz), 7.76-7. 79(2H, m), 8.48(1H, d 
d, J = 4.9, 2.0Hz), 8.55(1H, d, J = 2.0Hz), 9.63(1H, s), 11.28(1H, d, J 
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= 5.4Hz). 

Anal. Calcd. for C23H2iN 3 02-4/5H 2 0 : C, 71.60 ; H, 5.90 ; N, 10.89(%). 
Found : C, 71.52 ; H, 5.89 ; N, 10.84(90. 
HR-FAB+ (m/z) : 409.1943 (+2.7 mmu). 
[0 0 7 5] 

lH-NMR(DMS0-d6, S) : 0.70-0.90(2H, m), 1. 10-1. 30 (3H, m), 1.50-1.70(4H 
, m), 1.75-1. 85 (2H, m), 2.10(3H, s), 2.15(2H, d, J = 7.3Hz), 3.43(2H, s 
), 6.73(1H, d, J = 5.4Hz), 7.01(1H, d, J = 7.8Hz), 7.20(4H, s), 7.32(1H, 
t, J = 7.8Hz), 7.76-7.78QH, m), 9.62(1H, s), 11.27(1H, d, J = 5.4Hz). 
Anal. Calcd. for C24H28N2O2 ' 1/2H 2 0 : C, 74.77 ; H, 7.58 ; N, 7.27(%). 
Found : C, 74.77 ; H, 7.37 ; N, 7.34(%). 
HR-FAB+ (m/z) : 377.2219 (-l.Ommu). 
[0 0 7 6] 

lH-NMR(DMS0-d6, &) : 1.48-1.57(4H, m), 1.90-1.93(4H, m), 2.10-2.13(5H 
, m), 2.42-2.46(2H, m), 3.47(2H, s), 5.40(1H, s), 6.68(1H, s), 6.92(1H, 
s), 7.19(4H, s), 7.26UH, t, J = 7.8Hz), 7.69(1H, d, J = 7.3Hz), 10.90 
-11.50(1H, br). 

HR-FAB+ (m/z) : 415.2039 (+1.8mmu). 
[0 0 7 7] 

lH-NMR(DMS0-d6, 3) : 1.23(3H, t, J = 7.3Hz), 6.73(1H, d, J = 5.9Hz), 7.0 
6(1H, d, J = 7.3Hz), 7. 33 -7. 42 (5H, m), 7.79(1H, d, J = 7.8Hz), 8.71(1H, 
brs), 9.67(1H, s), 11.36(1H, d, J = 5.9Hz). 
HR-MS (m/z) : 294.1383 (+1.5mmu). 
[0 0 7 8] 

lH-NMR(DMS0-d6, S) : 0.88(3H, t, J = 7.3Hz), 1.41-1. 50(2H, m), 3.69(2H 
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, s), 6.71UH, s), 7.00(1H, d, J = 6.8Hz), 7.19(2H, d, J = 8.3Hz), 7.23( 
2H, d, J = 8.3Hz), 7.31 (1H, t, J=7.8Hz), 7.76-7.78(lH, m), 9.20-10.0 
0(1H, br), 10. 90-11. 60(1H, br). 
HR-MS (m/z) : 308.1547 (+2.2mmu). 
[0 0 7 9] 

lH-NMR(DMS0-d6, 8) : 2.60(2H, t, J = 5.9Hz), 3.49(2H, brs), 3.72(2H, s), 
7.00(1H, d, J = 7.3Hz), 7.19-7.25(4H, m), 7.31(1H, t, J = 7.8Hz), 7.77 
(1H, d, J = 7.8Hz), 11.28(1H, brs). 

HR-MS (m/z) : 310.1307 (-l.Ommu). 
[0 0 8 0] 

lH-NMR(CDCl3, 8) : 1.03(6H, t, J = 6.8Hz), 2.58(4H, q, J = 6.8Hz), 2.63 
-2.76C4H, m), 3.83(2H, s), 6.77(1H, s), 7.12(1H, d, J = 7.3Hz), 7.31-7 
.42(5H, m), 8.07(1H, d, J = 7.3Hz). 
HR-MS (m/z) : 365.2134 (+3.1mmu). 
[0 0 8 1] 

lH-NMR(DMS0-d6, 8) : 3.85(2H, s), 4.18(2H, s), 6.74(1H, d, J = 5.9Hz), 7 
.06(1H, d, J = 6.8Hz), 7.33-7.4K5H, m), 7.79(1H, d, J = 7.8Hz), 9.69(1 
H, s), 11.35(1H, d, J = 6.3Hz). 
HR-FAB+ (m/z) : 325.1163 (-2.5mmu). 
[0 0 8 2] 

lH-NMR(CDCl 3 , 8 ) : 4.30(2H, s), 6.57(1H, brs), 6.67(2H, d, J = 7.3Hz), 6 
.71(1H, d, J = 5.9Hz), 7.00(1H, dd, J = 7.8, 1.0Hz), 7.08(2H, t, J = 7.8 
Hz), 7.21-7.33(5H, m), 7.77(lH, dd, J =7.8, 1.0Hz), 9.63(1H, s), 11.28 
(1H, d, J = 5.9Hz). 
HR-MS (m/z) : 342.1353 (-1.6mmu). 
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[0 0 8 3] 

<^«!)31<7Mt^> 

lH-NMR(CDCl 3 , 5 ) : 3.79(4H, brs), 6.72(1H, d, J = 5.9Hz), 7.0l(lH, d, J 
= 8.8Hz), 7.23-7.4K10H, m), 7.78(1H, d, J = 7.8Hz), 9.63(1H, s), 11.29 
(1H, d, J = 5.4Hz). 
HR-MS (m/z) : 356.1537 (+1.2mmu). 
[0 0 8 41 

lH-NMR(DMS0-d6, $ ) : 1.72(4H, s), 3.62(2H, s), 6.73(1H, d, J = 5.9Hz), 6 
.99-7. 01 (1H, m), 7.22(4H, s), 7.32(lH, t, J = 7.8Hz), 7.76-7.78(lH, m) 
, 9.65(1H, s), 11.28(1H, d, J = 4.9Hz). 
HR-MS (m/z) : 320.1518 (-0.7mmu). 
[0 0 8 5] 

lH-NMR(DMS0-d6, S ) : 1.41 (2H, brs), 1.5l(4H, brs), 2.35(4H, brs), 6.73(1 
H, d, J = 5.9Hz), 7.00(1H, d, J = 7.8Hz), 7.20(4H, s), 7.3l(lH, t, J = 7 
.8Hz), 7.77(1H, t, J = 7.3Hz), 9.65(1H, s), 11.27(1H, d, J = 5.9Hz). 
HR-MS (m/z) : 334.1694 (+1.3mmu). 
[0 0 8 6] 

lH-NMR(CDCl 3 , d) : 2.49(4H, brs), 3.58(2H, s), 3.74(4H, t, J -4.9Hz), 6 
.81(1H, d, J = 4.9Hz), 7.13(1H, dd, J = 8.3, 1.5Hz), 7. 42-7. 52 (5H, m), 
8.13(1H, dd, J =8.3, 1.5Hz), 9.12(1H, brs). 

Anal. Calcd. for C20H20N2O3 • 2/3H 2 0 : C, 68.95 ; H, 6.17 ; N, 8.04(X). 
Found : C, 68.90 ; H, 6.15 ; N, 7.99(%). 
HR-MS (m/z) : 336.1468 (-0.6mmu). 
[0 0 8 7] 

lH-NMR(DMS0-d6, 8 ) : 2.45(4H, brs), 2.9K4H, t, J = 4.8Hz), 3.50(2H, s), 
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6.72(lH, s), 7.01UH, dd, J =7.8, 1.5Hz), 7.22(4H, s), 7.32(1H, t, J = 
7.8Hz), 7.77(1H, dd, J = 7.8, 1.5Hz), 9.64(1H, brs), 11.28(1H, brs). 
HR-MS (m/z) : 335.1650 (+1.6mmu). 
[0 0 8 8] 
<HJfc0!)36tf>ft^> 

lH-NMR(DMS0-de, d) 2.71(2H, t, J = 5.9Hz), 2.84(2H, t, J = 5.9Hz), 3.5 
8(2H, s), 3.67(2H, s), 6.75 (1H, d, J = 4.9Hz), 7.00-7. 02(2H, m), 7.09 
-7.1K3H, m), 7.23-7.34(5H, m), 7.78(1H, d, J = 7.8Hz), 9.65(1H, s), 1 
1.28(1H, d, J = 5.4Hz). 

Anal. Calcd. for C25H22N2O2 " I/6H2O : C, 77.90 ; H, 5.84 ; N, 7.27(%). 
Found : C, 77.88 ; H, 5.93 ; N, 7.3l(%). 
HR-MS (m/z) : 382.1693 (+1.2mmu). 
[0 0 8 9] 

lH-NMR(DMS0-d6, 8) : 2.55(4H, t, J = 4.9Hz), 3.15(4H, t, J = 4.9Hz), 3.5 
5(2H, s), 6. 74-6. 79 (2H, m), 6.93(2H, d, J = 7.8Hz), 7.01(1H, dd, J = 7. 
8, 1.0Hz), 7.19-7.24(6H, m), 7.32(1H, d, J = 7.8Hz), 7.78(1H, dd, J = 7 
.8, 1.0Hz), 9.67(1H, s), 11.27(1H, d, J = 5.4Hz). 

Anal. Calcd. for C26H25N3O2 • 2/3H 2 0 : C, 73.74 ; H, 6.27 ; N, 9.92(%). 
Found : C, 73.65 ; H, 6.33 ; N, 9.70(%). 
HR-FAB+ (m/z) : 412.1999 (-2.6mmu). 
[0 0 9 0] 

lH-NMR(DMS0-d6, 8) : 2.40(8H, brs), 3.46(2H, s), 3.47(2H, s), 6.73(1H, d 

, J = 5.9Hz) 6.99(1H, d, J = 7.8Hz), 7.20(1H, s), 7.22- 7.34(6H, m), 7.7 

7(1H, d, J = 7.8Hz), 9.64(1H, s), 11.27(1H, d, J = 5.4Hz). 

Anal. Calcd. for C27H 2 7N302-1/10H 2 0 : C, 75.89 ; H, 6.42 ; N, 9.83(H). 

Found : C, 75.84 ; H, 6.44 ; N, 9.77(%). 

HR-MS (m/z) : 425.2122 (+1.9 mmu). 
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[0 0 9 1] 

lH-NMR(DMS0-d6, *) : 1.34-1.45(8H, m), 1.65(2H, d, J = 11.7Hz), 1.88(2H 
, t. J = 11.7Hz), 2.14(lH, t, J = 11.7Hz), 2.41(4H, brs), 2.86(2H, d, J 
= 11.2Hz), 6.71UH. s), 6.96(1H, d, J = 7.3Hz), 7.17(4H, s), 7.28(1H, t, 
J = 7.8Hz), 7.72(1H, d, J = 7.8Hz). 
HR-FAB+ (m/z) : 418.2523 (+2.8 rami). 
[0 0 9 2] 

lH-NMR(DMS0-d 6 , d ) : 2.15(6H, s), 3.38(2H, s), 6.72(1H, d, J = 5.9Hz), 7 
.02(1H, d, J = 7.8Hz), 7. 14-7. 17(3H, m), 7. 22-7. 26 (1H, m), 7.32(1H, t, 
J = 7.3Hz), 7.78(1H, d, J = 7.8Hz), 9.62(1H. s), 11.28(1H, d, J = 4.9Hz 
). 

Anal. Calcd. for C18H18N2O2 • 1/8H 2 0 : C, 72.89 ; H, 6.20 ; N, 9.44(%). 
Found : C, 72.86 ; H, 6.24 ; N, 9.45(%). 
[0 0 9 3] 

lH-NMR(DMS0-d6, d ) : 0.97(6H, t, J = 6.8Hz), 3.52(2H, s), 6.71(1H, brs), 
7.0K1H, d, J = 7.8Hz), 7.12(1H, d, J = 6.8Hz), 7. 19-7. 23 (3H, m), 7.32 
(1H, t, J = 7.8Hz), 7.77(1H, d, J = 7.8Hz), 11.26(1H, brs). 
HR-MS (m/z) : 322.1663 (-1.8mmu). 
[0 0 9 4] 

lH-NMR(DMS0-d6, 8 ) : 0.82(6H, t, J = 6.9Hz), 1.38-1.47(4H, m), 2.35(4H, 
t, J = 7.3Hz), 3.52(2H, s), 6.70(1H, d, J = 5.4Hz), 7.0l(lH, d, J = 6.9 
Hz), 7.1K1H, d, J = 6.9Hz), 7.18-7.24(3H, m), 7.32(1H, t, J = 7.8Hz), 
7.77(1H, d, J = 7.8Hz), 9.57(1H, s), 11.24(1H, d, J = 4.4Hz). 
Anal. Calcd. for C22H26N2O2 * 1/5H 2 0 : C, 74.63 ; H, 7.52 ; N, 7.91(%). 
Found : C, 74.55 ; H, 7.81 ; N, 8.05(%). 
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HR-MS (m/z) : 350.1974 (-2.0mmu). 
[0 0 9 5] 

lH-NMR(DMS0-d6, a ) : 1.69(4H, s), 2.44(4H, s), 3.57(2H, s), 6.72(1H, d, 
J = 5.9Hz), 7.01(1H, dd, J = 7.8, 1.0Hz), 7.13(1H, d, J = 7.3Hz), 7.17- 
7.25(3H, m), 7.32(1H, t, J = 7.8Hz), 7.77(1H, dd, J = 7.8, 1.5Hz), 9.63( 
1H, s), 11.28(1H, d, J = 5.4Hz). 

Anal. Calcd. for C17H17N3O2 • I/IOH2O : C, 74.56 ; H, 6,32 ; N, 8.69(%). 
Found : C, 74.55 ; H, 6.49 ; N, 8.60(%). 
[0 0 9 6] 

lH-NMR(DMS0-d6, S) : 1.37-1. 82 (6H, m), 2.89(2H, brs), 4.29(2H, brs), 6. 
83(1H, brs), 7.05(1H, d, J = 8.3Hz), 7.33-7. 39(5H, m), 7.80(1H, d, J = 
8.3Hz), 9.17(1H, brs), 9.71(1H, s), 11.40(1H, brs). 
HR-MS (m/z) : 334.1700 (+1.9mmu). 
[0 0 9 7] 

<H«!I45> 1,2- i^t Kn-5-fc Kn^f y-4-[4-[(4-~ h WO 5?*) T ^ J * 
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##^!l8O^%(200mg, 716 M mol) <D * ? J -MlOmL) ^bM#&(48. 8m 

g, 358//mol)^CV^-e4-— h n^^^;l/T^ >(654mg, 4.30mmol) &;&nx-> ^St^ 

x., ^t'-ClB#F B mm^ 7K^fc^ t >*^> , J'>A(27.1mg, 716//mol) fcitflll 

M*.?-^-* 9 J -to- h 'Jif;V7 5 >-10:l:l]fctf U ftftfe^O^Bft 
£-^£76.2mg#fc 0 iR^26%o 

lH-NMR(DMS0-d6, £ ) : 3.74(2H, s), 3.88(2H, s), 6.72(1H, d, J = 5.9Hz), 7 
.01-7.03UH, m), 7.22(2H, d, J = 7.8Hz), 7.28(2H, d, J = 8.3Hz), 7.32(1 
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H, t, J = 7.8Hz), 7.67(2H, d, J = 8.8Hz), 7.78(1H, dd, J = 8.3, 1.5Hz), 
8.22(2H, d, J = 8.8Hz), 9.63(1H, s), 11.28(1H, d, J = 5.4Hz). 
Anal. Calcd. for C23H19N3O4 • 4/5H 2 0 : C, 66.43 ; H, 4.99 ; N, 10.11(%). 
Found : C, 66.44 ; H, 4.75 ; N, 10.39(%). 
HR-FAB+ (m/z) : 402.1439 (-1.5nimu). 
[0 0 9 8] 

<^«46~57> mMmstmuvum-z*), rmmmmmt^wzmz 



[0 0 9 9] 

lH-NMR(DMS0-d6, 8) : 3.72(2H, s), 3.80(2H, s), 6.72(1H, d, J = 4.9Hz), 7 
.0l(2H, d, J = 7.8Hz), 7.27(2H, d, J = 8.3Hz), 7.32(1H, t, J = 7.8Hz), 7 
.49(2H, d, J = 8.3Hz), 7.77(1H, d, J = 8.3Hz), 7.9l(2H, d, J = 7.8Hz), 9 
.66(1H, s), 11.28(1H, d, J = 4.4Hz). 

Anal. Calcd. for C24H20N2O4 • 2/3H 2 0 : C, 69.89 ; H, 5.18 ; N, 6.79(%). 
Found : C, 69.90 ; H, 5.02 ; N, 6.77(%). 
HR-FAB+ (m/z) : 401.1439 (-1.2mmu). 
[0 10 0] 

lH-NMR(DMS0-d6, 8 ) : 3.68(2H, s), 3.71(2H, s), 7.01(1H, dd, J = 7.8, 1.0 
Hz), 7.2K2H, d, J = 8.3Hz), 7.26(2H, d, J = 8.3Hz), 7.32(lH, t, J = 7.8 



[l£l 4] 



o 




46 OfcRr-4-CX)2H 

47 CHbFh-4-<3 

48 C^Rr4-NMe2 

49 CHjftr4-N^ 

50 OfcFh-4-Ovle 

51 CHFh-3-QMe 



52 CHRr-3,4-(OMei)2 

53 CHiRT-3,4,5-(OMB^ 

54 0\Ct^A-<M 

55 4-pcdyi 

56 3-picoW 

57 CH-xyclohexyi 
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Hz), 7.39-7.42(4H, m), 7.77(1H, dd, J = 7.8, 1.5Hz), 9.40-9.70(lH, br) 
, 11. 10-11. 50(1H, br). 
HR-FAB+ (m/z) : 390.1103 (-3.2mmu). 
[0 10 1] 

lH-NMR(DMS0-d6, S ) : 2.86(6H, s), 3.60(2H, s), 3.67(2H, s), 6.68-6.70(2 
H, m), 7.00(1H, d, J = 7.8Hz), 7.17(2H, d, J = 8.8Hz), 7.20(2H, d, J = 7 
.8Hz), 7.24(2H, d, J = 8.3Hz), 7.30(1H, t, J = 7.8Hz), 7.74(1H, d, J = 7 
.8Hz), 9. 50-10. 20 (1H, br), 11. 10-11. 50(1H, br). 
HR-FAB+ (m/z) : 400.1999 (-2.6mmu). 
[0 10 2] 

lH-NMR(DMS0-d6, S) : 3.54(2H, s), 3.67(2H, s), 4.90(2H, s), 6.52(2H, d, 
J = 7.8Hz), 6.71(1H, s), 6.99-7. 01 (3H, m), 7.20(2H, d, J = 7.8Hz), 7.25 
(2H, d, J = 7.8Hz), 7.3K1H, t, J = 7.8Hz), 7.77(1H, d, J = 7.8Hz), 9.60 
(1H, s), 11.25QH, s). 

Anal. Calcd. for C23H21N3O2 • 2/5H 2 0 : C, 72.96 ; H, 5.80 ; N, 11.10(%). 
Found : C, 73.03 ; H, 5.81 ; N, 10.9l(%). 
HR-FAB+ (m/z) : 372.1711 (-O.lmmu). 
[0 10 3] 

lH-NMR(DMS0-d6, S ) : 3.65(2H, s), 3.68(2H, s), 3.74(3H, s), 6.72(1H, s), 
6.89(2H, d, J = 8.3Hz), 7.01(1H, d, J = 7.8Hz), 7. 19-7.34(7H, m), 7.77 
(1H, d, J = 7.8Hz), 9.6K1H, s), 11.26(lH, s). 

Anal. Calcd. for C24H22N2O3 • 1/2H 2 0 : C, 72.89 ; H, 5.86 ; N, 7.08(%). 
Found : C, 72.95 ; H, 5.73 ; N, 7.17(%). 
HR-MS (m/z) : 386.1607 (-2.3mmu). 
[0 10 4] 
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lH-NMR(DMS0-d6, 8 ) : 3.69(4H, s), 3.75(3H, s), 6.72(1H, s), 6.80(1H, dd, 
J = 7.8, 2.0Hz), 6.94(1H, t, J = 7.3Hz), 7.01(1H, d, J = 7.8Hz), 7.20- 
7.27(5H, m), 7.32(lH, t, J = 7.8Hz), 7.77-7.79(lH, m), 9. 50-9. 70(1H, b 
r), 11. 20-11. 40 (1H, br). 

Anal. Calcd. for C24H22N2O3 • 1/6H 2 0 : C, 74.02 ; H, 5.78 ; N, 7.19(%). 
Found : C, 74.05 ; H, 5.83 ; N, 7.18(%). 
HR-FAB+ (m/z) : 387.1691 (-1.8mmu). 
[0 10 5] 

lH-NMR(DMS0-d6, 8 ) : 3.65(2H, s), 3.68(2H, s), 3.73(3H, s), 3.75(3H, s), 
6. 84-6. 90 (2H, m), 6. 99-7. 02 (2H, m), 7.2l(2H, d, J = 7.8Hz), 7.26(2H, 
d, J = 8.3Hz), 7.32(1H, t, J = 7.8Hz), 7.78(1H, dd, J = 7.8, 1.0Hz), 9.6 
1(1H, s), 11.26(1H, s). 

Anal. Calcd. for C25H24N2O4 * 1/5H20 : C, 71.48 ; H, 5.85 ; N, 6.67(%). 
Found : C, 71.49 ; H, 5.82 ; N, 6.63(%). 
HR-FAB+(m/z) : 417.1834 (+2.0mmu). 
[0 10 6] 

lH-NMR(DMS0-d6, S ) : 3.63(3H, s), 3.66(2H, s), 3.70(2H, s), 3.77(6H, s), 
6.69(2H, s), 6.72(1H, s), 7.01(1H, dd, J = 7.8, 1.0Hz), 7.21(2H, d, J = 
7.8Hz), 7.27(2H, d, J = 8.3Hz), 7.32(1H, t, J = 7.8Hz), 7.78(1H, dd, J 

= 7.8, 1.0Hz), 9.62(1H, s), 11.27(1H, s). 

Anal. Calcd. for C26H26N2O5 " 1/5H 2 0 : C, 69.38 ; H, 5.91 ; N, 6.22(%). 
Found : C, 69.35 ; H, 5.88 ; N, 6.2500. 
HR-FAB+ (m/z) : 447.1943 (+2.3mmu). 
[0 10 7] 

iH-NMRCDMSO-dg, 8) : 2. 62 -2. 72 (4H, m), 3.72(2H, s), 6.66(2H, d, J = 8.3 
Hz), 6.71(1H, s), 6. 99-7. 01 (3H, m), 7.22(2H, d, J = 8.3Hz), 7.31(1H, t, 
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J = 7.8Hz), 7.76-7.78(lH, m), 9.13(1H, s), 9.60(1H, brs), 11.27(1H, br 
s). 

Anal. Calcd. for C24H22N2O3 • 1/5H 2 0 : C, 73.90 ; H, 5.79 ; N, 7.1800. 
Found : C, 73.86 ; H, 5.95 ; N, 7.16(%). 
HR-FAB+ (m/z) : 387.1698 (-l.Ommu). 
[0 10 8] 

lH-NMR(DMS0-d6, 8) : 3.70(2H, s), 3.75(2H, s), 6.72(1H, d, J = 5.4Hz), 7 
.01(1H, d, J = 7.8Hz), 7.2K2H, d, J = 8.3Hz), 7.27(2H, d, J = 8.3Hz), 7 
.32(1H, t, J = 7.8Hz), 7.39(2H, d, J = 5.9Hz), 7.77-7.79(lH, m), 8.50(2 
H, d, J = 5.9Hz), 9.6K1H, s), 11.26(1H, d, J = 4.9Hz). 
Anal. Calcd. for C22H19N3O2 • 1/3H 2 0 : C, 72.71 ; H, 5.45 ; N, 11.56(%). 
Found : C, 72.71 ; H, 5.49 ; N, 11.42(»). 
HR-MS (m/z) : 351.1469 (-0.8mmu). 
[0 10 9] 

lH-NMR(DMS0-d6, d) : 3.80(2H, s), 3.83(2H, s), 6.72(lH, d, J = 5.4Hz), 7 
.03UH, d, J = 7.8Hz), 7.24(2H, d, J = 8.3Hz), 7.29-7.34(2H, m), 7.39(1 
H, dd, J = 7.8, 4.9Hz), 7. 77-7. 83 (2H, m), 8.49(1H, d, J = 4.4Hz), 8.58( 
1H, s), 9.63UH, s), 11.29(1H, d, J = 3.9Hz). 

Anal. Calcd. for C22H19N3O2 • 4/5H 2 0 : C, 71.07 ; H, 5.58 ; N, 11.30(%). 
Found : C, 70.95 ; H, 5.46 ; N, 11.24(H). 
HR-FAB+ (m/z) : 358.1588 (+3.3mmu). 
[0 110] 

lH-NMR(DMS0-d6, $) : 0.80-1. 00 (2H, m), 1. 10-1.30(3H, m), 1.40-1. 50(1H 
, m), 1.60-1.80(5H, m), 2.37(2H, d, J = 6.9Hz), 3.70(2H, s), 6.71(1H, s 
), 7.0K1H, d, J = 7.8Hz), 7.19(2H, d, J = 7.8Hz), 7.24(2H, d, J = 7.8Hz 
), 7.32(1H, t, J = 7.8Hz), 7.78(1H, d, J = 7.8Hz), 9.40 -9. 70(1H, br), 1 
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1.00-11. 50 (1H, br). 

Anal. Calcd. for C23H26N2O2 • 1/3H20 : C, 74.97 ; H, 7.29 ; N, 7.60(%). 
Found : C, 74.85 ; H, 7.30 ; N, 7.8100- 
HR-MS (m/z) : 362.1983 (-l.lmmu). 
[0 111] 

<mmm5S> 1,2-vt: Ko-5-t Kn*^-4-[[N-(4-fc Kn^y^>^V)-N- 




mfe^l30>fk^ (168mg, 420 ^ mol) OftBft(4mL)*StH^ 47%Jlft*3&BK2inL) * 
lH-NMR(DMS0-d6, : 2.08(3H, s), 3.40(2H, s), 3.47(2H, s), 6.71-6.74(3 
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H, m), 6.99(1H, dd, J = 7.8, 1.0Hz), 7.14(2H, d, J = 8.3Hz), 7.21(2H, d, 
J = 8.3Hz), 7.25(2H, d, J = 8.3Hz), 7.31(1H, t, J = 7.8Hz), 7.77(1H, dd 
, J = 7.8, 1.0Hz), 9.27(1H, s), 9.63(1H, s), 11.27(1H, d, J = 5.9Hz). 
Anal. Calcd. for C24H22N2O3 • 1/5H 2 0 : C, 73.90 ; H, 5.79 ; N, 7.18(%). 
Found : C, 73.93 ; H, 5.75 ; N, 7.13(%). 
HR-FAB+ (m/z) : 387.1704 (-0.4mmu). 
[0 112] 

<^WJ59> 1,2-^H Kn-5-H Kn^rv-4-[4-[(3-t Kn*5/^>^)7 5 




lH-NMR(DMS0-d 6 , 8) : 3.63(2H, s), 3.68(2H, s), 6.72-6.80(3H, m), 7.00(1 
H, d, J = 7.3Hz), 7.08-7.1K1H, m), 7.21(2H, d, J = 6.9Hz), 7.26(2H, d, 
J = 6.9Hz), 7.32(1H, t, J = 7.8Hz), 7.77(1H, d, J = 7.3Hz), 9.26(1H, s) 
, 9.62(1H, s), 11.27(1H, s). 
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Anal. Calcd. for C23H20N2O3 • 1/6H 2 0 : C, 73.58 ; H, 5.46 ; N, 7.46(%). 
Found : C, 73.56 ; H, 5.47 ; N, 7.4l(%). 
HR-FAB+ (m/z) : 373.1533 (-1.9mmu). 
[0 113] 

<mmm60> Kn-5-t Kn**>-4-[4-[(4-fc Fn^y/^i;;v)75 

j * <f-n/\ 7 i-;v]-i-* * v >f y *y v vJltocs&Bfeft 




^»J50<59^^(195mg. 505/imol)4>ftBK4mL)i&ifcfc, 47%^b7K^(2mL) & 
8mg#fc 0 JR^91% 0 

lH-NMR(DMS0-d6, 5) : 3.98(2H, s), 4.06(2H, s), 6.73(1H, d, J = 5.4Hz), 6 
.80(2H, d, J = 8.3Hz), 7.06(1H, dd, J = 7.8, 1.0Hz), 7.27-7.39(7H, m), 
7.79(1H, dd, J =7.8, 1.0Hz), 9.61(1H, s), 9.64(1H, s), 11.33(1H, d, J = 
5.4Hz). 
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HR-FAB+ (m/z): 373.1568 (+1.6mmu). 
[0 114] 

<nifami> U-yt Kn-5-fc: Fn^y-i-t^ V-4-[4-[(4-7x^;i/-l,2,3 




##^J8^b^(200mg, 716 / umol)££O f 4-t: Kn^rS/-4-7x-;i/k:V';yy( 
762mg, 4.30mmol)£ffiv\ ^Ml^^y^C J: *) . &fe»5k<0£»ffr£!|fe 
£l26mg#7Co JR^42%o 

lH-NMR(DMS0-d6, ^ ) : 2.69(2H, s), 3.10(2H, d, J = 2.9Hz), 3.61(2H, s), 6 
.17(1H, s), 6.75(1H, d, J = 3.3Hz), 7.01(1H, d, J = 7.8Hz), 7.18-7.35(8 
H, m), 7. 43-7. 45 (2H, m), 7. 76-7. 78 (1H, m), 9.68(1H, s), 11.27(1H, s). 
Anal. Calcd. for C27H24N2O2 • 3/5H20 : C, 77.34 ; H, 6.06 ; N, 6.68(%). 
Found : C, 77.31 ; H, 5.91 ; N, 6.69(30. 
HR-MS (m/z) : 408.1829 (-0.9mmu). 
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[0 115] 

< ^»J62> 4- [4- [ (4-^ y v 2, 3, 6-x h 7 t K o tf 'J v >-l--f ;v) ^ * 
;V]7x^;i/]-l,2-yt Kn-5-E Kn^y-l-t^V^f U > 4-[ 

4_[(4_^>y;i/_4_H Kn^->lf^i;i?/)^f-;v] 7x^;V]-l,2- Kn-5-t 




##$|8<?Hfc£-%(200mg, 716,«mol):fcJ:tF4-^>v;l'-4-t: Kndfy^'Jy>( 
822mg, 4.30mmol)£fflV> N ^W^IWO^&K J: . &£#J^04-[4-[(4-^ 

y 2, 3, 6--r h 9 1 Ko V v >-i-^f ;v) ;* "7 ^ =./!/] -l, 2-v tKn 
-5-t Fn3f v-l-^V^f V*/ V >-&51.9mgOD^17%)> & £ u?4-[4-[(4-^ 
y*;V-4-t Kn + y^'Jy;)^f;V]7x^;i/]-l,2-^t Fn-5-t Fn^~>-1 
-t^rV-fV^r^ »; >£l64mg(J|3^52%)#£o 

4_ [4_[ (4_^ y Vfr-l, 2, 3, 6-7" b 9 £ K n tf D v> >-l-^f ;v) ^f^]7x- ;V] -1 
,2-V\l Fn-5-t: Kn^vz-l-t^y^V^/ U ^ 

lH-NMR(DMS0-d 6 , 8 ) : 1.95(2H, s), 2.89(2H, s), 3.26(2H, s), 3.52(2H, s), 
5.40(1H, s), 6.72C1H, d, J = 5.9Hz), 6.98-7. 00(1H, m), 7. 16-7. 23(7H, 
m), 7. 27-7. 33 (3H, m), 7.77(1H, dd, J = 7.8, 1.0Hz), 9.63(lH, s), 11.27( 
1H, d, J = 5.4Hz). 

Anal. Calcd. for C28H26N2O2 ' !/2H 2 0 : C, 77.93 ; H, 6.31 ; N, 6.49(%). 
Found : C, 78.07 ; H, 6.32 ; N, 6.44(%). 
HR-FAB+ (m/z) : 423.2076 (+0.4nmu). 

4_[4_[(4_^>^;v_4_t Kn^y t'^'J yV ) ^ f ^] 7 x^;V]-l,2-y t Kn-5 
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lH-NMR(DMS0-d 6 , S) : 1.35-1. 38(2H, m), 1.47-1. 54(2H, m), 2.27-2.32(2H 
, m), 2.67(2H, s), 3.43(2H, s), 4.14(1H, s), 6.72(1H, d, J = 5.9Hz), 6.9 
9-7.00(lH, m), 7.16-7.27(9H, m), 7.31(1H, t, J = 7.8Hz), 7.77(1H, dd, 
J = 7.8, 1.0Hz), 9.62(1H, s), 11.26(1H, d, J = 5.4Hz). 
Anal. Calcd. for C28H28N2O3 • 1/5H 2 0 : C, 75.72 ; H, 6.45 ; N, 6.3l(%). 
Found : C, 75.71 ; H, 6.52 ; N, 6. 31 00 . 
HR-MS (m/z) : 441.2159 (-1.9mmu). 
[0 116] 

<HI{?J63> 1,2-^fc Kn-4-[3-(^^n^T5 7)^;V-4-* b^v7x 




OMe 

^milOit^ (190mg, 614 ^ mol) £ <£ tfv^n t?;V7 5 > (506^ L, 3. 69mmol 

) *m mMm t m^<o^m k «t ^ > i^^^Mib^ * u8mg#^ 0 a 

^62% 0 

lH-NMR(DMS0-d6, <5) : 0.80(6H, t, J = 7.3Hz), 1.36-1. 43 (4H, m), 2.35(4H, 
t, J = 7.3Hz), 3.5K2H, s), 3.78(2H, s), 6.67(1H, d, J = 5.9Hz), 6.87(1 
H, d, J = 8.3Hz), 7.0K1H, dd, J = 7.8, 1.0Hz), 7.08(1H, dd, J = 8.3, 2. 
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4Hz), 7.25(1H, d, J = 2.4Hz), 7.3l(lH, t, J = 7.8Hz), 7.75-7. 77(1H, m), 

9.49(1H, s), 11.20UH, d, J = 5.4Hz). 
Anal. Calcd. for C23H28N2O3 * : C, 71.92 ; H, 7.45 ; N, 7.29(%). 

Found : C, 71.86 ; H, 7.46 ; N, 7.14(%). 
HR-MS (m/z) : 380.2090 (-l.Ommu). 
[0 117] 

< mmm 64 > 1 , 2- v * k n -4- [3- ( u t? * r 5 j ) * ^ ;v-4- * k * * * 7 




Hi&M63<7)<b^(84.6mg I 222//mol) ^ n n ^ ^ > (5mL)^?S^> lmol/LH 
M* 1 )!-^^ 00 ^^ (l.llml, 1. llmmol) £;&n*-> 24B*Wj&nf!fcWfcL 
fco *Mk »S«t«r**Hftr, iWR-^hU^A^fflv^T. uHBfc Lfco 

^ ^ y -;v=20:l]KTfj!§£1-&£*:&~£ ^ > #H&»*^»*&64&*69.&i«fcfc 

lH-NMR(DMS0-d6, 8 ) : 0.85(6H, t, J = 7.3Hz), 1.47-1. 53 (4H, m), 2.42-2. 
46(4H, m), 3.70(2H, s), 6.62(1H, d, J = 7.8Hz), 6.67(1H, d, J = 5.9Hz), 
6.95-7.0K3H, m), 7.30(1H, t, J = 7.8Hz), 7.76(1H, d, J = 8.3Hz), 9.20 
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-9.80(1H, br), 11.19(1H, d, J = 4.9Hz). 
HR-MS (m/z) : 366.1954 (-l.Ommu). 
[0 118] 

< mmmes > 1, 2-v k n -4- [4- (2- ^ ^ ;v r 5 y ) ;v-3-~ wy^=- 
;v] _5_ tKnt ~>-i-* ^y^fv^/'jv 




NMe 2 

&&mi3*>i\&Vl (574mg, . 1. 50mmol) £fflv\ |£]5&M64 R«l«>#ft £ *) > It 
fe^cO^M'fk^ £61. 5mg#fc 0 W¥ll%o 

lH-NMR(DMS0-d 6 . d) : 2.20(6H, s), 2.98(2H, t, J = 7.8Hz), 6.89(1H, d, J 
= 5.4Hz), 7.04(1H, d, J = 7.8Hz), 7.35(1H, t, J = 7.8Hz), 7.45(1H, d, J 
= 8.3Hz), 7.55(1H, dd, J = 7.8, 1.5Hz), 7.77-7.79(2H, m), 9.90(1H, s), 
11.42(1H, d, J = 5.4Hz). 

Anal. Calcd. for C19H19N3O4 • 1/3H 2 0 : C, 63.50 ; H, 5.52 ; N, 11.69(%). 
Found : C, 63.51 ; H, 5.64 ; N, 11.53(%). 
HR-MS (m/z) : 353.1413 (-l.Ommu). 
[0 119] 
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<HJfc0!)66> 4-[3-7 5>'-4-^^fA'7 5>')xf^7i-A']-l,2-^t K 
n -5- 1 F n y-1- 1 V ^ V / W 



^MW5<aft^tK46.0mg, 130//mol)0> ^/-^-N,N-^^f ^*M75 K 
(3:1, 4mL)}#?£&-> 10%^9S>? A-&*(*#51.1%> 5.00mg) fcillx.. TfcJH^ 

jm.'TZZtKX *K ^fe!9-5KO^m<b^ : Sr35.4mg#/io 43^84% 0 
lH-NMR(DMS0-d6, $ ) : 2.21(6H, s), 2.42(2H, t, J = 7.8Hz), 2.57(2H, t, J 
= 7.8Hz), 4.77(2H, s), 6.42(1H, dd, J = 7.8, 1.5Hz), 6.54(1H, d, J = 2.0 
Hz), 6.65(1H, s), 6.84(1H, d, J = 7.8Hz), 6.95(1H, d, J = 7.3Hz), 7.28(1 
H, t, J = 7.8Hz), 7.7K1H, d, J = 7.3Hz), 9. 10-10. 10 (1H, br), 10.80-11 
.30(1H, br). 

HR-MS (m/z): 323.1647 (+1.4mmu). 
[0 12 01 

<nmm7> 1,2-v^ Kn4-[[4-(2-^>f;V7^)xf^]7x-;l/]-5-t 



O 




NH 2 



NM62 
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I5gl : ###fll7*Mt:^ (200mg, 501 y« mol) (0fb9t Kn7f >(5 nL) i&ifcfc 
, 7jci£T\ > 'JiW5 vQOO^L, 720//mol)^J:OV^>x;i/^-;V'^nV 
K(60.0/*L, 780^mol)*i0x.. Mffl-e30^WtK#b^o Rj£«t^*7K*inx.. 

^t*N,N-yVf;V*;^7 5 K(10mL)K?#^U 2mol/Lv^ ^;VT ^ >--r 
h Fn^^V^^CS.OOmL, 10.0mmol)& £ ^3 «Mfc# V * A (83.2mg, 501// 
mol)£}jn;L> MW*100'C^T7P#F^ti#L^o LT#<b 

;c. ^ y (20mL) fcjgfl? U lmol/LTK^fc* V ? A*»*(5. OOmL, 5. OOmmol) & 

K^3Wft*W*^*9A^nTh^97-f 9 : 1] 

T»« * £ J: «*ffe»*04r- [4-[2-(^^^T</)if^]7x 
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-;v]-5-H KU^v'-l-^ h^ry^V^ / «; >£98.7mg£#/io ^61%o 
lH-NMR(CDCl3, $ ) : 2.34(6H, s), 2. 59-2. 63 (2H, m), 2.83~2.88(2H, m), 4. 
15 (3H, s), 7.07UH, dd, J = 7.8, 1.0Hz), 7.36(2H, d, J = 8.3Hz), 7.4l(2H 
, d, J = 8.3Hz), 7.47(lH, t, J = 7.8Hz), 7.72(1H, s), 7.93(1H, dd, J = 8 
.3, 1.0Hz). 

TM2 : 4-[4-[2-(v^^-;WT^ y)xf;v]7x-;l/]-5-t 

^ V * / U > (91. 3mg, 283 mol) <0ffcm(5mL) 47XjHt**afc(0. 5mL) £ 

itf*(0.5iiiL)fcinix.. lOOrtCTlBfP^ #L£ 0 R^*MJE2t«HLT#f>tL 

fe&5fcO^»f t-g^ * 37. 2mg#£ o iR^43%o 

lH-NMR(DMS0-d6, 5) : 2.20(6H, s), 2.72(2H, t, J = 7.3Hz), 6.71(1H, d, J 
= 5.9Hz), 6.99(1H, d, J = 7.8Hz), 7.13(2H, d, J = 7.8Hz), 7.17(2H, d, J 
= 8.3Hz), 7.3K1H, t, J = 7.8Hz), 7.76-7.78(lH, m), 9.64(1H, s), 11.26( 
1H, d, J = 4.9Hz). 

Anal. Calcd. for C19H20N2O2 • 1/4H 2 0 : C, 72.94 ; H, 6.60 ; N, 8.95(%). 
Found : C, 72.87 ; H, 6.49 ; N, 8.92(%). 
HR-FAB+ (m/z) : 309.1579 (-2.4mmu). 
[0 12 1] 

<^«968~92> %mm^^WiU<Olfj^K^ >K TfSm5f2m<7Mb-8^£#£ 

o 
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[*1 5] 




NH 



R 3 



(CH2) n — N 



V 





1 position 


n 


NR*R 4 


68 


4 


2 


NPr 2 


69 


4 


2 


N(Me)Pr 


70 


4 


2 


N(Me)pentyl 


71 


4 


2 


NCMeXCH^NMea 


72 


4 


2 


N(Me)CH 2 -cyclohexyl 


73 


4 


2 


N(Me)CH 2 Ph 


74 


4 


2 


N(Me)CH 2 Ph-4-OMe 


75 


4 


2 


N(Me)CH 2 Ph-3-OMe 


76 


4 


2 


N(Me)CH 2 Ph-4-NH 2 


77 


4 


2 


N(Me)CH 2 Ph-4-NMe 2 


78 


4 


2 


N(Me)(CH 2 ) 2 -cyclohexenyl 


79 


4 


2 


N(Me)(CH 2 ) 2 Ph 


80 


4 


2 


N(Me)(CH 2 ) 2 Ph-4-OMe 


81 


4 


2 


1 ,2 ,3,4-tetrahydroisoquinolin--2-yl 


82 


4 


2 


4-Ph- 1 ,2,3,6-tetrahydropyridin-l-yi 


83 


4 


2 


4-Bn-piperazin-l-yl 


84 


3 


2 


NMe 2 


85 


3 


2 


NPr 2 


86 


4 


3 


NMe 2 


87 


4 


3 


NPr 2 


88 


4 


3 


N(Me)(CH2) 2 NMe 2 


89 


4 


3 


N(Me)CH 2 Ph-4-OMe 


90 


4 


3 


N(Me)CH 2 Ph-4-NMe 2 


91 


4 


3 


N(Me)(CH2) 2 Ph-4-OMe 


92 


4 


3 


4-Bn-piperazin-l-yl 



[0 12 2] 

lH-NMR(DMS0-d6, d ) : 0.92(6H, brs), 1.30-1.90(4H, br), 2.80-3.30(4H, b 
r), 6.70(1H, d, J = 5.9Hz), 7.03(lH, d, J = 7.8Hz), 7.22(4H, brs), 7.33( 
1H, t, J = 7.8Hz), 7.78(1H, d, J = 7.8Hz), 9.61(1H, s), 11.29(lH, d, J = 
5. 9Hz) . 

HR-FAB+ (m/z) : 365.2246 (+1.7mmu). 
[0 12 3] 

lH-NMR(DMS0-d6, S ) : 0.85(3H, t, J = 7.3Hz), 1.39-1.48(2H, m), 2.22(3H, 
s), 2.32(2H, t, J = 7.3Hz), 2. 52-2. 56 (2H, m), 2. 69-2. 73 (2H, m), 6.7l( 
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1H, d, J = 5.4Hz), 6.99(1H, dd, J = 7.8, 1.5Hz), 7.13(2H, d, J = 8.3Hz), 
7.17(2H, d, J = 8.3Hz), 7.31(1H, t, J = 7.8Hz), 7.77(lH, dd, J = 7.8, 1 
.0Hz), 9.62(1H, brs), 11.26(1H, d, J = 5.9Hz). 
Anal. Calcd. for C21H24N2O2 *• C, 74.97 ; H, 7.19 ; N, 8.33(%). 
Found : C, 74.86 ; H, 7.24 ; N, 8.39(%). 
HR-FAB+ (m/z) : 337.1938 (+2.2mmu). 
[0 12 4] 

lH-NMR(DMS0-d6, 8 ) : 0.87(3H, t, J = 7.3Hz), 1.23-1. 32(4H, m), 1.39-1. 
46 (2H, m), 2.23(3H, s), 2.36(2H, brs), 2.56(2H, brs), 2.72(2H, t, J = 7. 
8Hz), 6.7K1H, d, J = 5.9Hz), 6.99(1H, d, J = 7.8Hz), 7.13(2H, d, J = 8. 
3Hz), 7.17(2H, d, J = 7.8Hz), 7.31(1H, t, J = 7.8Hz), 7.76-7. 78(1H, m), 

9.62(1H, brs), 11.26(1H, d, J = 5.4Hz). 
Anal. Calcd. for C23H28N2O2 ' : C, 75.05 ; H, 7.78 ; N, 7.61(%). 

Found : C, 75.00 ; H, 7.84 ; N, 7.77(%). 
HR-FAB+ (m/z) : 365.2197 (-3.2mmu). 
[0 12 5] 

lH-NMR(DMS0-d6, S ) : 2.14(6H, s), 2.24(3H, s), 2. 30-2. 34(2H, m), 2.45- 
2.48(2H, m), 2.56-2. 60(2H, m), 2. 70-2.73(2H, m), 6.7l(lH, d, J = 5.4Hz 
), 6.99(1H, dd, J = 7.8, 1.0Hz), 7.13(2H, d, J = 8.3Hz), 7.17(2H, d, J = 
8.3Hz), 7.3K1H, t, J = 7.8Hz), 7.77(1H, dd, J = 7.8, 1.0Hz), 9.50-9.8 
0(1H, br), 11.25(1H, d, J = 4.9Hz). 

Anal. Calcd. for C22H27N3O2 • 1/5H20 : C, 71.59 ; H, 7.48 ; N, 11.3900. 
Found : C, 71.57 ; H, 7.50 ; N, 11.29(90. 
HR-MS (m/z) : 365.2078 (-2.6mmu). 
[0 12 6] 

lH-NMR(DMS0-d6, 8 ) : 0.70-1.00(2H, br), 1. 10-1.30(4H, m), 1.50-1.80(6 
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H, m), 2. 00-2. 40 (4H, br), 2. 60-2. 90 (2H, br), 6.70(1H, d, J = 6.1Hz), 7 
.00(1H, d, J = 6.7Hz), 7.10-7.25(4H, m), 7.32(lH, t, J = 7.9Hz), 7.77(1 
H, d, J = 7.9Hz), 9.6K1H, s), 11. 20-11. 30(1H, m). 
HR-FAB+ (m/z) : 391.2389 (+0.3mmu). 
[0 12 7] 

lH-NMR(DMS0-d6, $ ) : 2.20(3H, s), 2.59(2H, t, J = 7.8Hz), 2.79(2H, t, J 
= 7.8Hz), 3.55(2H, s), 6.71(1H, d, J = 5.9Hz), 6.98-7. 00(1H, m), 7.11(2 
H, d, J = 8.3Hz), 7.16(2H, d, J = 8.3Hz), 7. 22-7. 33 (6H, m), 7.77(1H, dd 
. J = 7.8, 1.0Hz), 9.6K1H, s), 11.26(1H, d, J = 5.4Hz). 
Anal. Calcd. for C25H24N2O2 • 2/5H 2 0 : C, 76.66 ; H, 6.38 ; N, 7.1500. 
Found : C, 76.73 ; H, 6.28 ; N, 7.10(%). 
HR-MS (m/z) : 384.1803 (-3.5mmu). 
[0 12 8] 

lH-NMR(DMSO-de, 8 ) : 2.20(3H, brs), 2.54-2. 58 (2H, m), 2. 70-2. 85 (2H, m) 
, 3.48(2H, brs), 3.73(3H, s), 6.71(1H, d, J = 5.5Hz), 6.87(2H, d, J = 7. 
3Hz), 6.99(1H, d, J = 7.9Hz), 7.1l(2H, d, J = 7.9Hz), 7.16(2H, d, J = 7. 
9Hz), 7.20(2H, d, J = 6.7Hz), 7.31(1H, t, J » 7.9Hz), 7.77(lH, d, J = 7. 
3Hz), 9.61(1H, s), 11.26(1H, d, J = 6.1Hz). 

Anal. Calcd. for C26H26N2O3 * 1/2H 2 0 : C, 73.74 ; H, 6.43 ; N, 6.61(%). 
Found : C, 73.52 ; H, 6.28 ; N, 6.50(%). 
HR-MS (m/z) : 414.1957 (+1.4mmu). 
[0 12 9] 

lH-NMR(DMS0-d 6 , S ) : 2.22(3H, s), 2. 57-2. 61 (2H, m), 2. 77-2. 81 (2H, m), 
3.52(2H, s), 3.72(3H, s), 6.72(1H, d, J = 5.9Hz), 6.79-6.81(lH, m), 6.8 
5-6.87(2H, m), 6.99(1H, dd, J = 7.8, 1.5Hz), 7.1l(2H, d, J = 8.3Hz), 7. 
16(2H, d, J = 8.3Hz), 7.22(1H, t, J = 7.8Hz), 7.3l(lH, t, J = 7.8Hz), 7. 
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76-7.78C1H, m), 9.61(1H, s), 11.26(lH,d, J = 5.4Hz). 
Anal. Calcd. for C2&H26N2O3 * 1/ 6H 20 : C, 74.80 ; H, 6.36 ; N, 6.71(%). 
Found : C, 74.81 ; H, 6.35 ; N, 6.75(%). 
HR-MS (m/z) : 414.1977 (+3.3mmu). 
[0 13 0] 

lH-NMR(DMS0-d6, *) : 2.19(3H, brs), 2.76(2H, brs), 4.93(2H, brs), 6.50(2 
H, d, J = 8.3Hz), 6.7K1H, d, J = 5.9Hz), 6.93(2H, d, J = 8.3Hz), 6.98(1 
H, d, J = 7.8Hz), 7.09(2H, d, J = 8.3Hz), 7.16(2H, d, J = 8.3Hz), 7.31(1 
H, t, J = 7.8Hz), 7.77(1H, d, J = 7.8Hz), 9.6l(lH, s), 11.25(1H, d, J = 
6.3Hz). 

Anal. Calcd. for C25H25N3O2 • 1/5H 2 0 : C, 74.49 ; H, 6.35 ; N, 10.42(%). 
Found : C, 74.47 ; H, 6.37 ; N, 10.32(%). 
HR-FAB+ (m/z) : 400.2002 (-2.3mmu). 
[0 13 1] 

lH-NMR(DMS0-d6, $) : 2.20(3H, brs), 2.78(2H, brs), 2.87(6H, s), 3.45(2H, 
s), 6.67(2H, d, J = 8.8Hz), 6.71(1H, d, J = 5.9Hz), 6.99(lH, d, J = 7.8 
Hz), 7.10(4H, d, J = 8.8Hz), 7.16(2H, d, J = 8.3Hz), 7.31(1H, t, J = 7.8 
Hz), 7.77UH, d, J = 7.8Hz), 9.62(1H, s), 11.26(1H, d, J = 5.9Hz). 
HR-MS (m/z) : 427.2286 (+2.7mmu). 
[0 13 2] 

lH-NMR(DMS0-d6, S) : 1.47-1. 57 (4H,m), 1.90-2. 00(4H, m), 2.06(2H, t, J 
= 7.3Hz), 2.24(3H, s), 2.45(2H, t, J = 7.3Hz), 2.57(2H, t, J = 7.8Hz), 2 
.72(2H, t, J = 7.8Hz), 5.40(1H, s), 6.70(1H, d, J = 5.9Hz), 7.00(1H, d, 
J = 7.8Hz), 7.13(2H, d, J = 8.3Hz), 7.17(2H, d, J = 7.8Hz), 7.3l(lH, t, 
J = 7.8Hz), 7.77(1H, d, J = 7.8Hz), 9.62(1H, s), 11.26(1H, d, J = 5.9Hz) 



aiiiE# 2003-3070025 



#^^0 02-214673 £ ^- V I 103/ 

HR-FAB+ (m/z) : 403.2401 (+1.6mmu). 
[0 13 3] 

lH-NMR(DMS0-d6, d ) : 2.32(3H, s), 2.63-2. 73(8H, m), 6.7l(lH, d, J = 5.4 
Hz), 7.00(1H, d, J = 7.8Hz), 7. 12-7.33(10H, m), 7.77(lH, d, J = 7.8Hz), 

9.62QH, s), 11.26(1H, d, J = 5.4Hz). 
Anal. Calcd. for 0261126^02 " V5H20 : C, 77.66 ; H, 6.62 ; N, 6.97(%). 
Found : C, 77.57 ; H, 6.65 ; N, 6.94(%). 
HR-FAB+ (m/z) : 399.2053 (-2.0mmu). 
[0 13 4] 

lH-NMR(DMS0-d6, S ) : 2.74(8H, brs), 3.72(3H, s), 6.7l(lH, d, J = 5.9Hz), 
6.87(2H, d, J = 8.3Hz), 7.01(1H, d, J = 7.8Hz), 7. 17-7. 19(6H, m), 7.32 

(1H, t, J = 7.8Hz), 7.77UH, dd, J = 7.8, 1.5Hz), 9.63(1H, s), 11.28(1H, 
d, J = 5.4Hz). 

HR-FAB+ (m/z) : 429.2146 (-3.2mmu). 
[0 13 5] 

lH-NMR(DMS0-d6, d) : 2. 70-2. 77 (4H, m), 2. 82-2. 88 (4H, m), 3.66(2H, s), 
6.72(1H, d, J = 5.9Hz), 6.99(1H, d, J = 6.8Hz), 7.07-7. 13(4H, m), 7.18( 
4H, s), 7.3K1H, t, J = 7.8Hz), 7.77(1H, t, J = 6.8Hz), 9.63(1H, s), 11. 
26 (1H, d, J = 5.4Hz). 

Anal. Calcd. for C26H24N2O2 * V5H20 : C, 78.05 ; H, 6.15 ; N, 7.00(90. 
Found : C, 78.03 ; H, 6.16 ; N, 6.86(X). 
HR-MS (m/z) : 396.1801 (-3.7mmu). 
[0 13 6] 

!H-NMR(DMS0-d6, 8 ) : 2.65-2.69(2H, m), 2. 74-2. 77 (2H, m), 2.80-2.84(2H 
, m), 3.19(2H, d, J = 2.4Hz), 6.19(1H, s), 6.72(lH, d, J = 5.9Hz), 6.99( 
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1H, d, J = 7.8Hz), 7.18(4H, s), 7.24(1H, t, J = 7.8Hz), 7. 29~7.36(3H, m 
), 7.44(2H, d, J = 7.3Hz), 7.77(1H, d, J = 7.8Hz), 9.63(1H, s), 11.26(1H 
, d, J = 5.9Hz). 

Anal. Calcd. for C28H26N2O2 * 2/3H 2 0 : C, 77.40 ; H, 6.34 ; N, 6.45(%). 
Found : C, 77.42 ; H, 6.23 ; N, 6.54(%). 
HR-MS (m/z) : 422.1951 (-4.3mmu). 
[0 13 7] 

lH-NMR(DMS0-d6, d ) : 2.20-2. 50(8H, m), 2.73(2H, t, J = 7.8Hz), 3.46(2H, 
s), 6.7K1H, d, J = 5.9Hz), 6.99(1H, dd, J = 7.8, 1.0Hz), 7.13(2H, d, J 
= 7.8Hz), 7.17(2H, d, J = 7.8Hz), 7. 22-7. 34 (6H, m), 7.77(1H, dd, J = 7 

.8, 1.0Hz), 9.61(1H, s), 11.25(1H, d, J = 5.4Hz). 

Anal. Calcd. for C28H29N3O2 • 1/4H20 : C, 75.73 ; H, 6.70 ; N, 9.4600. 
Found : C, 75.70 ; H, 6.74 ; N, 9.32(%). 
HR-MS (m/z) : 439.2274 (+1.5mmu). 
[0 13 8] 

lH-NMR(DMS0-d6, S) : 2.18(6H, s), 2.46(2H, t, J = 7.3Hz), 2.70(2H, t, J 
= 7.3Hz), 6.72(1H, d, J = 5.4Hz), 7.01(1H, dd, J = 7.8, 1.0Hz), 7.07-7. 
11 (3H, m), 7.19(1H, t, J = 7.8Hz), 7.32(1H, t, J = 7.8Hz), 7.77(1H, dd, 
J = 7.8, 1.0Hz), 9.64(1H, brs), 11.26(1H, d, J = 4.9Hz). 
Anal. Calcd. for C19H20N2O2 * 1/3H 2 0 : C, 72.59 ; H, 6.63 ; N, 8.9100. 
Found : C, 72.70 ; H, 6.63 ; N, 8.8300. 
HR-MS (m/z) : 308.1517 (-0.7mmu). 
[0 13 9] 

lH-NMR(DMS0-d6, 8) : 0.85(6H, t, J = 7.3Hz), 1.46(4H, brs), 2.67(8H, brs 
), 6.72(1H, d, J = 5.9Hz), 7.02(1H, d, J = 7.8Hz), 7. 11-7. 21 (4H, m), 7. 
32(1H, t, J = 7.8Hz), 7.78(1H, d, J = 7.8Hz), 9.60(1H, brs), 11.29(1H, b 
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HR-MS (m/z) : 364.2132 (-1.9mmu). 
[0 14 0] 

lH-NMR(DMS0-d6, S) : 1.67-1. 75 (2H, m), 2.14(6H, s), 2.24(2H, t, J = 7.3 
Hz), 2.59(2H, t, J = 7.8Hz), 6.7l(lH, d, J = 5.9Hz), 6.99(1H, dd, J = 7. 
8, 1.0Hz), 7.11(2H, d, J = 8.3Hz), 7.17(2H, d, J = 7.8Hz), 7.3l(lH, t, J 
= 7.8Hz), 7.77(1H, dd, J = 8.3, 1.0Hz), 9.62(1H, s), 11.25(1H, d, J = 4 
.9Hz). 

Anal. Calcd. for C20H22N2O2 * V8H2O : C, 73.99 ; H, 6.91 ; N, 8.63(H). 
Found : C, 73.94 ; H, 6.99 ; N, 8.59(%). 
HR-MS (m/z) : 322.1707 (+2.6mmu). 
[0 14 1] 

lH-NMR(DMSO-d 6 , 8) : 0.86(6H, t, J = 7.3Hz), 1. 34-1. 43 (4H, m), 1.65-1. 

73(2H, m), 2.33(4H, t, J = 7.3Hz), 2.41(2H, t, J = 6.8Hz), 2.59(2H, t, J 
= 7.3Hz), 6.7K1H, d, J = 5.9Hz), 7.00(1H, d, J = 7.8Hz), 7.11(2H, d, J 
= 7.8Hz), 7.17(2H, d, J = 8.3Hz), 7.3l(lH, t, J = 7.8Hz), 7.76-7.78(lH 

, m), 9.61(1H, s), 11.25(1H, d, J = 5.4Hz). 

Anal. Calcd. for C24H30N2O2 • 4/5H 2 0 : C, 73.36 ; H, 8.11 ; N, 7.13(%). 
Found : C, 73.10 ; H, 8.06 ; N, 7.00(%). 
HR-MS (m/z) : 378.2341 (+3.3mmu). 
[0 14 2] 

lH-NMR(DMS0-d 6 , S) : 1. 67-1. 75(2H, m), 2.13(6H, s), 2.16(3H, s), 2.29- 
2.40(6H, m), 2.59(2H, t, J = 7.3Hz), 6.71(1H, d, J = 5.4Hz), 6.99(1H, d, 
J = 7.8Hz), 7.1K2H, d, J = 7.8Hz), 7.17(2H, d, J = 8.3Hz), 7.31 (1H, t, 
J = 7.8Hz), 7.77UH, d, J = 7.8Hz), 9.63(1H, brs), 11.25(1H, d, J = 5.4 
Hz). 
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Anal. Calcd. f or C23H29N3O2 ' 1/4H 2 0 : C, 71.94 ; H, 7.74 ; N, 10.94(%). 
Found : C, 71.98 ; H, 7.81 ; N, 10.95(%). 
HR-MS (m/z) : 379.2263 (+0.3mmu). 
[0 14 3] 

lH-NMR(DMS0-d6, 8) : 1.78(2H, brs), 2.13(3H, brs), 2.38(2H, brs), 2.60(2 
H, t, J = 7.8Hz), 3.73(3H, s), 6.7l(lH, d, J = 5.9Hz), 6.89(2H, d, J = 8 
.8Hz), 7.00(1H, d, J = 7.8Hz), 7.10(2H, d, J = 8.3Hz), 7.16(2H, d, J = 7 
.8Hz), 7.22(2H, d, J = 8.3Hz), 7.3l(lH, t, J = 7.8Hz), 7.77(1H, d, J = 7 
.8Hz), 9.62(1H, s), 11.26(1H, d, J = 5.9Hz). 

Anal. Calcd. for C27H28N2O3 * H/10H 2 0 : C, 72.33 ; H, 6.79 ; N, 6.25(%). 
Found : C, 72.29 ; H, 6.57 ; N, 6.33(%). 
HR-MS (m/z) : 428.2100 (+0.0mmu). 
[0 14 4] 

lH-NMR(DMS0-d6, 8 ) ' 1.74-1. 78(ZH, m), 2.09(3H, s), 2.34(2H, t, J =7.3 
Hz), 2.59(2H, t, J = 7.3Hz), 2.86(6H, s), 6.68(2H, d, J = 8.8Hz), 6.71(1 
H, d, J = 4.4Hz), 7.00(1H, d, J = 7.8Hz), 7.08-7. 11 (4H, m), 7.15(2H, d, 
J = 7.8Hz), 7.3K1H, t, J = 7.8Hz), 7.77(1H, d, J = 8.3Hz), 9.6l(lH, br 
s), 11.26(1H, brs). 

Anal. Calcd. for C28H31N3O2 • H2O : C, 73.18 ; H, 7.24 ; N, 9.14(%). 
Found : C, 73.35 ; H, 7.11 ; N, 8.88(X). 
HR-MS (m/z) : 441.2381 (-3.6mmu). 
[0 14 5] 

lH-NMR(DMS0-d6, 8) : 1.75(2H, brs), 2.33(3H, brs), 2. 55-2. 68(8H, m), 3. 
71 (3H, s), 6.7K1H, d, J = 5.4Hz), 6.85(2H, d, J = 8.8Hz). 7.00(1H, d, J 
= 7.8Hz). 7.10C2H, d, J = 8.8Hz), 7. 14-7. 18(4H. m), 7.31(1H. t, J = 7. 
8Hz). 7.77(1H, d, J = 7.8Hz), 9.60(1H, s), 11.26(1H, d, J = 5.4Hz). 
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HR-MS (m/z) : 442.2234 (-2.3mmu). 
[0 14 6] 

lH-NMR(DMS0-d6, S) : 1.69-1. 76(2H, m), 2.30(2H, t, J -7.8Hz), 2.38(8H, 
brs), 2.59(2H, t, J = 7.8Hz), 3.45(2H, s), 6.71(1H, s), 6.99(1H, d, J = 
7.8Hz), 7.10(ZH, d, J = 7.8Hz), 7.16(2H, d, J = 7.8Hz), 7.22-7.33(6H, 

m), 7.77(1H, dd, J = 7.8, 1.0Hz), 9.59(1H, brs), 11.24(1H, brs). 

Anal. Calcd. for C29H31N3O2 ■ 1/3H 2 0 : C, 75.79 ; H, 6.95 ; N, 9.14(%). 

Found : C, 75.75 ; H, 7.03 ; N, 9.09(%). 

HR-MS (m/z) : 453.2405 (-l.lmmu). 
[0 14 7] 

<H»J93> 1,2-^K Kn-5-t Kn^y-4-[4-[2-[N-(4-t Kn^y^>y;V 




»W40ft^(94.6mg, 228//mol)£fl§v\ mMM5StmU<0^m^^ ^) > 
m>&W}M<F>mmit&%!) £61. 5mg#^o l|X^67%o 
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lH-NMR(DMS0-d6, 5) : 2.94(4H, brs), 6.71(1H, d, J = 5.9Hz), 6.81(2H, brs 
), 7.0K1H, d, J = 6.8Hz), 7. 16-7. 21 (6H, m), 7.32(1H, t, J = 7.8Hz), 7. 
77(1H, dd, J = 7.8, 1.0Hz), 9.62(1H, s), 11.29(1H, d, J = 5.9Hz). 
HR-FAB+ (m/z) : 401.1826 (-3.9mmu). 
[0 14 8] 

<mmm9A> l,2-i?fc Kn-5-fc Kn*v-4-[4-[2-[N-[2-(4-t: Kn^v7x 




HiSMSOO^b^C^mg, 301>Mmol)£ffiv^ HifeM58t ra^^ftHJ: 19 . ^ 
^fe&^^MMfc^ * 106mg#fc o JR^83% 0 

lH-NMR(DMS0-d 6 , S) : 2.3l(3H, brs), 2. 60-2. 73 (8H, m), 6.66(2H, d, J = 8 
.3Hz), 6.7K1H, d, J = 5.4Hz), 6.99-7. 02(3H, m), 7.13(2H, d, J = 8.3Hz) 
, 7.17(2H, d, J = 8.3Hz), 7.31(1H, t, J = 7.8Hz), 7.77(1H, d, J = 7.8Hz) 
, 9.14(1H, s), 9.64UH, brs), 11.26(lH, d, J = 5.4Hz). 
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Anal. Calcd. for C26H26N2O3 * 1/^20 C, 73.74 ; H, 6.44 ; N, 6.61(H). 
Found : C, 73.55 ; H, 6.27 ; N, 6.62(%). 
HR-FAB+ (m/z) : 415.2044 (+2.3mmu). 
[0 14 9] 

<mmm95> Kn^y-4-[4-[3-[N-(4-t Kn^y^V^ 

)-N-^fii']7Uynii>]7x-;v]-i-t^V'fv^; V > 




^d&#!89?Mt£-% (231mg, 539 ^ mol) £ ffl v\ £jfe0858 £: IW^V*^ i 0 > ^ 
fe^3fcO^Mft^£l75mg#fco lR^78%o 

lH-NMR(DMS0-d 6 , 8) : 1.81(2H, brs), 2.13(3H, brs), 2.60(2H, t, J = 7.8Hz 
), 6.70- 6.74(3H, m), 7.00(1H, d, J = 7.3Hz), 7. 11-7. 18(6H, m), 7.31(1H 
, t, J = 7.8Hz), 7.77(1H, d, J = 7.8Hz), 9.29(1H, brs), 9.60(1H, brs), 1 
1.26(1H, d, J = 5.9Hz). 
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HR-MS (m/z) : 414.1945 (+0.1nimu). 
[0 15 0] 

<2&J60»96> 1,2-yt Kn-5-t Ku^v-4-[4-[3-[N-[2-(4-t Kn^7x 




H»J91^b^t/(361mg, 816/zmoD^fflv^ ^Jfe^58^RI^^^«t «9 . $S 
*fe»*0^ft^%*312ngftfco JR^89% 0 

lH-NMR(DMS0-d6, *) : 1. 65-1. 80(2H, m), 2.24(3H, brs), 2.33(2H, brs), 2. 
54-2.60(6H, m), 6.66(2H, d, J = 8.3Hz), 6.7l(lH, d, J = 5.9Hz), 6.99(1H 
, d, J = 7.8Hz), 7.00(2H, d. J - 8.3Hz), 7.09(2H, d, J = 7.8Hz), 7.16(2H 
, d, J = 8.3Hz), 7.3K1H, t, J = 7.8Hz), 7.77(1H, dd, J = 7.8, 1.0Hz), 9 
.12(1H, brs), 9.66UH, brs), 11.25(1H, d, J = 5.4Hz). 
HR-FAB+ (m/z) : 428.2122 (+2.3immi). 
[0 15 1] 
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PARP(Trevigen 4667-050-01) £50mmol/Lh 'J *-HCl(pH7.8K lOOmmol/L KC1J3 
itflmmol/Li^** W h -;V £ ^^>^#^lCT35^flLT^^fflv^c 
o 117.6imol/LMJ*-HCl(pH8.0)> 11.8mmol/L MgCl2> 5.9mMv^^^ W h- 
;V43J:tf0.4mmolA NADi *) J&&3i»&76.5//U [^C]NAD(NEN Life Science Pr 
oducts, Inc. NEC743, 370kBq/mL) 2.5/iU Mtt<kDNA(Trevigen 4667-50-06) 1 

105H&. 7K<^20% h V ? n nf^^lmL<^^ia^ £ *9 ^Sfc^lh U ^^W^TK-tt" 

50%tc®T$^^>m^b^^^J£(IC50^) 
»16] 



O jHfefiaj nr3r* IQoCnmoI/U 

Aish 1 NM% 30 

I J 12 NOvfeXHRi 54 

T 19 MMeXCH^Fh 41 

^*S| 21 NMeXCWh 47 

23 NOvfeXH-tydohexji 126 

.R? 32 pyirolidin-l-yi 33 

*f 61 4-fh-l,23,6^«rahydiT3)yri<5ir-l^ 20 



[0 15 2] 
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X~mZ*i&4-W&TV -;V-5-t Kn^W V*JVJ >mH$>fct %<DmM±M 



£iilE# 2003-3070025 




#0 2 002-214673 
Hi I A I 1 f i 



i . aes^/i b 



[000001395] 
1990^ 8^270 



